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wherein 

R 1 Vs selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Ce-alkyl, C 3 -C 6 -alkenyl , C 2 -C 6 -alkinyl , 
trif l\ioromethyl , C 3 -C 8 -cycloalkyl , Ci-C^-hydroxyalkyl , 
hydroxy^, C^-Cg-alkoxy , C 3 -C 8 -cycloalkylozy , benzyloxy, C x -C 7 - 
al kanoylbxy , C 1 -C 6 - al kyl t hio , C 2 - C 7 - alkoxycarbonyl , 
aminocarbonyl , C 2 -C 7 -alkylaminocarbonyl , C 3 -C 13 - 
dialkylaminocarbonyl , carboxy, phenyl, phenoxy, 
phenyl thio, \pyridyloxy, pyridylthio, and NR 4 R 5 , wherein 

R 4 and R 5 are Selected independently of each other from the 
group consisting of hydrogen, C^-Cg-alky!, C 3 -C 6 -alkenyl , 
C 3 -C 6 -alkinyl , benzyl and phenyl ,- 

R 2 is selected fromwhe group consisting of hydrogen, 
halogen, cyano, C^cAYalkyl, trif luoromethyl , hydroxy, C x - 
C 6 -alkoxy and benzyJoxV; 

R 3 is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl, C 3 -C 6 -alkenyl , cV C 6 -alkinyl , hydroxy, C x -C 6 -alkoxy 
and benzyloxy; \ 

k is 0 or 1, \ 

A is selected from the group consisting of C^-Cs-alkylene , 

a substituted Ci-Cg-alkylene whictAmay be substituted one 
to three -fold by C 1 -C 3 -alkyl, hydroky, C^-C^-alkoxy , 
fluorine, or phenyl, \ 

C 2 -C 6 -alkylene, in which a methylene ukit is isosterically 
replaced by O, S, NR 6 , CO, SO or "So^, wherein, with the 
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exception of CO, the isosteric substitution is not 
adjacent to the amide group and R 6 is selected from the 
group consisting of hydrogen, C^-Cg-alkyl, C 3 -C 6 -alkenyl , 
Ci-cAacyl, and Ci-Cg-alkanesulf onyl , 

1,2- cy cSL opr opy 1 ene , 

C 2 -C 6 -alkeVylene , 

a substituted C 2 -C 6 -alkenylene which is substituted once or 
twice by C^cV-alkyl, hydroxy, Ci-C^-alkoxy , fluorine, cyano 
or phenyl , \ 

C 4 -C 6 -alkadienylefre , 

a substituted C 4 -C 6 \alkadienylene which is substituted once 
or twice by C 1 -C 3 -aliWl / fluorine, cyano or phenyl, 

1,3, 5-hexatrienylene J Y 

a substituted 1 , 3 , 5 -hexaoorienylene , which is substituted 
by C 1 -C 3 -alkyl, fluorine, oyano or phenyl, and 

ethinylene, \ 

D is selected from the group consisting of 

C 3 -C 12 -alkylene / \ 

a substituted C 3 -C 12 -alkylene which\is substituted once or 
twice by Ci-Cg-alkyl, hydroxy, Ci-Cs-alkoxy or phenyl, 

C 3 - c i2 - al keny 1 ene , \ 
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a\ substituted C 3 -C 12 -alkenylene which is substituted once 
orVtwice by C^-Cg- alkyl, hydroxy, Ci-Cg-alkoxy or phenyl, 

C 5 -C 12 \alkadienylene , 

a substituted C 5 -C 12 -alkadienylene which is substituted 
once or twd.ce by C^-Cs-alkyl, hydroxy, Ci-Cg-alkoxy or 
phenyl , \ 

C 3 -C 12 -alkinylene , 

a substituted C 3 ^C 12 -alkinylene which is substituted once 
or twice by Ci-Cg-ailkyl , hydroxy, C^-Cg-alkoxy or phenyl, 

C 5 " C 12 - ^lkeniny 1 ene , \ 

a substituted C 5 -C 12 -alAeni/nylene which is substituted once 
or twice by Ci-Cg-alkyI , Viydroxy , C^-Cg-alkoxy or phenyl, 
and \^ \ 

C 3 -C 12 -alkylene , C 3 -C 12 -alkenVl_ene or C 3 -C 12 -alkinylene , 
wherein, with the exception W the (G) -terminal methylene 
group in the C 3 -C 12 -alkylene , -C 12 -alkenylene or C 3 -C 12 - 
alkinylene, one to three methylene units in the C 3 -C 12 - 
alkylene, C 3 -C 12 -alkenylene or C 3 Vc 12 -alkinylene are 
isosterically replaced by O, S, EJR 7 , CO, SO or S0 2 , wherein 
R 7 has the same as R 6 , but is selected independently 
thereof; \ 

G is selected from the group consisting of G 1 , G 2 , G 3 , G 4 , 
G 5 , and G 6 wherein G must contain at least one aromatic 
ring, wherein \ 
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is - (CR 9 R 10 ) m -R 8 

anck 

m is OV or 1, 

R 8 is selected from the group consisting of benzyl, 
diphenylme\hyl , phenyl , 

anellated bi-^and tricyclic aromatic or partially 
hydrogenated casrbocyclic ring systems with 8 to 18 ring 
atoms, and at leaist one aromatic ring, wherein the linkage 
can occur over an ^aromatic or a hydrogenated ring and 
either directly or Vver a methylene group; 

R 9 is selected from the^group consisting of hydrogen, C x - 
C 6 -alkyl , C 3 -C 6 -alkenyl , jrcJ-C 6 -alkinyl , benzyl , phenyl , 

anellated bi- and tricyclic aromatic ring systems with 8 
to 18 ring atoms, and at leafet one aromatic ring, wherein 
the linkage can occur over an\aromatic ring and either 
directly or over a methylene group; 

R 10 is the same as R 9 , but is selected independently 
thereof, or is hydroxy; \ 

G 2 is =CR 8 R 9 \ 

which is bound to D by means of a double, bond, wherein R 8 
and R 9 have the above meaning; \ 

G 3 is -X- (CH 2 ) n - (CR 9 R 10 ) m -R 8 or -NR 8 R 9 \ 
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wherein m and the substituents R 8 , R 9 , and R 10 have the 
above meanings, and 

n i^y 0 , 1 or 2 

X is M^ 11 , O or S wherein 

R 11 has t^he same meanings as R 4 , but is selected 
independently thereof , 



G 4 is selected from the group consisting of 



NR 



n 



C 
II 

o 



(CR 9 R 10 ) m R 8 



and 



NR 



n 



C NR 6 R y 

Z 



wherein structural dement D-G cannot contain a total of 
more than 1 amide g^bi^ping, wherein m and the substituents 
R 8 , R 9 , R 10 , R 11 and the Grouping NR 8 R 9 can have the above 
meaning, wherein the residues 




f 



A-C- 



and 



— C — Y— ( C R 9 R ,0 ) m — R 



O 



,8 



(0) k 



are not identical, and 
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\Y is selected from the grouping consisting of methylene, 
ethylene, ethenylene, or represents a bond, and 

Z i^vO or S; 

G 5 is ANR^-SC^-R 12 

wherein R 1 \has the above meaning, and 

R 12 is selected from the group consisting of Ci-Cg-alkyl and 
phenyl , 

anellated bi- an& tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 18 ring 
atoms, and at least\an aromatic ring, wherein the linkage 
can occur either over an aromatic ring, 



G 6 is 



X x /A r' 



wherein X has the above meanings and 



Ar 1 and Ar 2 are selected independently of each other from 
the group consisting of phenyl, pwridyl and naphthyl ; 
and wherein aromatic ring systems ^n the substitutents R 1 , 
R 2 , R 3 , R 4 , R 5 , R 8 , R 9 , R 10 , R 11 , R 12 , A* 1 and Ar 2 and in ring 
systems =CR 8 R 9 and -NR 8 R 9 may be substituted independently 
from each other by one to three of theV same or different 
groups independently selected from the >group consisting of 
halogen, cyano, Ci-Cg-alkyI, trif luoromeuhyl , C 3 -C 8 - 
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c^rcloalkyl, benzyl, phenyl, hydroxy, Ci-Cg-hydroxyalkyl , 
C-L-CSg-alkoxy, Ci-Cg-alkoxy entirely or partially substituted 
by f\porine, benyloxy, phenoxy, mercapto, Ci-Ce-alkylthio, 
phenyrthio, sulfo, carboxy, C 2 -C 7 -carboxyalkyl , C 3 -C 7 - 
carboxyaJ-kenyl , C 2 -C 7 -alkoxycarbonyl , benyloxycarbonyl , 
nitro, amino, Cx-Cg-aminoalkyl , mono-Cx-Cs-alkylamino, di- 
(Ci-C 6 -alkyl) amino and, for two adjacent residues on the 
aromatic ring, methyl enedioxy and 

wherein alkyl Residues in the Group G can be substituted 
by one or two ofV the same or different groups selected 
from the group consisting of hydroxy, carboxy, C 2 -C 7 - 
alkoxycarbonyl , beAzyloxycarbonyl , amino, mono-Ci-C^ 
alkylamino and di- ( c\-C 6 - alkyl ) amino; 

the cis- and trans- isomers , E- and Z-isomers including the 
corresponding enant i ome rs , /ai as t e r eomer s and other 
isomers, the tautomers amlci tfheir acid addition salts 
including their hydrates bn\d solvates. 



33. (Once amended) The compounds according to claim \ 
wherein \ 

R 1 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyl, trit^.uoromethyl , ethinyl, 
hydroxy, C^-C^alkoxy , benzyloxy, Y^-C^-alkylthio , C 2 -C 5 - 
alkoxycarbonyl , aminocarbonyl , C 3 -CL-dialkylaminocarbonyl , 
carboxy, phenoxy, phenyl thio, and pVridyloxy; 

R 2 is selected from the group consisting of hydrogen, 
fluorine, chlorine, bromine, C^-C^-alky!, trif luoromethyl , 
hydroxy, Cx-C^-alkoxy ; \ 
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R 3 \is selected from the group consisting of hydrogen, C x - 
C 3 -alkyl, allyl, hydroxy, C 1 -C 3 -alkoxy and benzyloxy,- 

k is ft or 1 , 

A is selected from the group consisting of C^-Cg-alkylene , 

a substituted C^-Cg-alkylene which may be substituted once 
or twice by\c 1 -C 3 -alkyl , hydroxy, fluorine, or phenyl, 

C 2 -C 6 -alkylene\ wherein a methylene unit is isosterically 
replaced by O, \S, NH, N(CH 3 ) or CO, wherein, with the 
exception of CO,\ the isosteric substitution is not 
adjacent to the amide group, 

1 , 2 -cyclopropylene A 

C 2 -C 6 -alkenylene , I \ / 

a substituted C 2 -C 6 ~arlkenylene which is substituted once or 
twice by Ci-03-alkyl, phenyl, hydroxy or fluorine, 

C 4 -C 6 -alkadienylene , \ 

a substituted C 4 -C 6 -alkadienylVne which is substituted once 
or twice by methyl, or fluorinet, 

1,3, 5-hexatrienylene, \ 

a substituted 1 , 3 , 5-hexatrienylene ,\ which is substituted 
by methyl or fluorine, and \ 

ethinylene, \ 
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is selected from the group consisting of 




C 3 \ c i2 - alkylene , 

a substituted C 3 -C 12 -alkylene which is substituted once or 
twice \by Ci-C-j-alkyl, hydroxy or phenyl, 

C 3 -C 12 -alKenylene , 



a substituted C 3 -C 12 -alkenylene which is substituted once 
or twice by Y^-C-j-alkyl , hydroxy or phenyl, 

C 3 -C 12 -alkinyleVe , 

a substituted C 3 \c 12 -alkinylene which is substituted once 
or twice by C 1 -C 3 -\alkyl , hydroxy or phenyl, and 

C 3 -C 12 -alkylene, C 3 -((?, 2 -ilkenylene or C 3 -C 12 -alkinylene, 
wherein, one to threap methylene units in the C 3 -C 12 - 
alkylene, C 3 -C 12 -alk^n^lene or C 3 -C 12 -alkinylene are 
isosterically replaced\by O, S, NH, N(CH 3 ), N(COCH 3 ) / 
N(S0 2 CH 3 ) / CO or S0 2 ; 

G is selected from the grWp consisting of G 1 , G 2 , G 3 , G 4 , 
G 5 , and G 6 wherein G must cpntain at least one aromatic 
ring, wherein 

G 1 is - (CR 9 R 10 ) m -R 8 



and 



m is 0 or 1, 
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R? is selected from the group consiting of benzyl, 
dijphenylmethyl , phenyl, benzocyclobutyl , indanyl , indenyl , 
oxoasndanyl , napthyl , dihydronapthyl , tetrahydronaphthyl , 
biphenylenyl , fluorenyl, oxof luorenyl , anthryl, 
dihydroanthryl , oxodihydroanthryl , dioxodihydroanthryl , 
phenanthryl , dibenzocycloheptenyl , 
dihydrodibenzocycloheptenyl , 
oxodihydrociibenzocyclooctenyl , 
tetrahydrodisbenzocyclooctenyl , 



benzof uryl , dihydrobenzof uryl , benzothienyl , 
dihydrobenzothienyl , indolyl , indolinyl , isoindolinyl , 
oxoindolinyl , dio^coindolinyl , benzooxazolyl , 
oxobenzooxazolinyl\ benzoisoxazolyl , oxobenzoisoxazolinyl , 
benzothiazolyl , oxobenzothiazolinyl , benzoisothiazolyl , 
oxobenzoisothiazolinvl , benzoimidazolyl , 
oxobenzoimidazolinyl , \indazolyl , oxoindazolinyl , 



benzof urazanyl , benzot 
benzopyranyl , quinolyl 
oxodihydroquinolinyl , 
oxotetrahydroquinolinyl , 



Diazolyl , benzotriazolyl , 
soquinolinyl , dihydroquinol inyl , 
rahydroquinol inyl , 
mzodioxanyl , quinoxalinyl , 



quinazolinyl , naphthyridinyY , carbazoleyl , 
tetrahydrocarbazolyl , pyrido\ndolyl , 1 , l-dioxo-l-thia-2 - 
aza-acenaphthenyl , acridinyl , \oxodihydroacridinyl , 
phenanthridinyl , oxodihydropheftanthridinyl , 
dihydrobenzoisochinolinyl , oxodihydrobenzosoquinolinyl , 
phenothiazinyl , dihydrodibenzoox^pinyl , 
oxodihydrodibenzooxepinyl , benzocvcloheptathienyl , 
oxobenzocycloheptathienyl , dihydrooJaienobenzothiepinyl , 
oxodihydrothienobenzothiepinyl , dihydrodibenzothiepinyl , 
oxodihydrodibenzothiepinyl , octahydrodibenzothiepinyl , 
dibenzoazepinyl , dihydrodibenzoazepin^ 
oxodihydrodibenzoazepinyl , octahydrodiftenzoazepinyl , 
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fs^enzocycloheptapyridyl , oxobenzocycloheptapyridyl , 
pysridobenzoazepinyl , dihydropyridobenzoazepinyl , 
oxo&ihydropyridobenzoazepinyl , 
dihyaropyridobenzodiazepinyl , 

oxodihydropyridobenzodiazepinyl , dihydrodibenzooxazepinyl , 
dihydrop^yridobenzooxepinyl , dihydropyridobenzooxazepinyl , 
oxodihydrppyridobenzooxazepinyl , 

dihydrodibfenzothiazepinyl , oxodihydrodibenzothiazepinyl , 
dihydropyriclobenzothiazepinyl , 

oxodihydropyrddobenzothiazepinyl , bound directly or over a 
methylene grouV- 

R 9 is selected from the group consisting of hydrogen, C 1 - 
C 6 -alkyl , C 3 -C 6 -alkWiyl , C 2 -C 6 -alkinyl , C 3 -C 8 -cycloalkyl , 
benzyl , phenyl ; \ 

indanyl , indenyl , oxomdanyl , naphthyl , dihydronaphthyl , 
tetrahydronaphthyl , biphenylenyl , anthryl , dihydroanthryl , 
oxodihydroanthryl , phenaratlyryl , dibenzocycloheptenyl , 
dihydrodibenzocyclohepte^wl , 
oxodihydrodibenzocycl<5lieptenyl , 

benzof uryl , benzothienyl , in&olyl , indol inyl , 
isoindolinyl , oxoindolinyl , dlloxo indol inyl , benzooxazolyl , 
oxobenzooxazolinyl , benzoisoxassolyl , oxobenzoisoxazolinyl , 
benzothiazolyl , oxobenzothiazolinyl , benzoisothiazolyl , 
oxobenzoisothiazolinyl , benzoimidazolyl , 
oxobenzoimidazolinyl , indazolyl , oxoindazolinyl , 
benzothiadiazolyl , benzotriazolyl , \quinolinyl , 
isoquinolinyl , oxodihydroquinolinyl\ tetrahydroquinolinyl , 
oxot e t rahydroquinol inyl , carbazoly 1 , \pyr idoindolyl , 
dihydrobenzoisoquinolinyl , phenothiazinyl ; 
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K 10 is the same as R 9 , but is selected independently 
mereof , or is hydroxy; 

G 2 ite =CR 8 R 9 

which \s bound to D over a double bond, wherein R 8 and R 9 
have the, above meaning or whereby the grouping =CR 8 R 9 can 
also be A ring system bound over the carbon atom, selected 
from indanVl, indenyl , tetrahydronaphthyl , fluoroenyl, 
dihydroanthryl , dibenzocycloheptenyl , 

dihydrodibenz^ocycloheptenyl ; indolinyl , isoindolinyl , 
oxoindolinyl , tietrahydroquinolinyl , 
tetrahydroisoquaSnolinyl , dihydroacridinyl , 
dihydrodibenzooxebinyl , dihydrothienobenzothiepinyl , 
dihydrodibenzothiepainyl , dibenzoazepinyl , 
dihydrodibenzoazepiuyl , benzocycloheptapyridinyl , 
dihydrobenzocycloheprapwidinyl , pyridobenzoazepinyl , 
dihydropyridobenzoazafrinylL , oxodihydropyridobenzooxepinyl , 
dihydropyridobenzothllepYnyl ; 

G 3 is -X- (CH 2 ) n - (CR 9 R 10 ) m -R 8 \pr -NR 8 R 9 

wherein m and the subst ituents R 8 , R 9 , and R 10 have the 
above meanings , and \ 

n is 0, 1 or 2, \ 

X is NR 11 , O or S wherein \ 

R 11 is selected from the group consisting of hydrogen, C x _ 
C 3 -alkyl, allyl, propinyl, benzyl and phenyl, 

G 4 is selected from the group consistoNng of 
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NR U C Y (CR 9 R I0 ) m R 



9™ I Ox 



O 



and 



NR 



n 



NR 8 R 9 



wherein structural element D-G does not contain a total of 
more than 1 aihide group wherein m and the substituents R 8 , 
R 9 / R 10 , R 11 and Whe group NR 8 R 9 can have the above meanings 
wherein the residues 




f 



A-C- 



ind 



(0) k 

are not identical, 



NR 



11 



C 
II 

o 



(CR 9 R 10 ) m - 



R* 



Y is selected from the grouping consisting of methylene, 
ethylene, ethenylene, and a b\>nd, and 

Z is O or S; 



G 5 is -NR^-SCU-R 12 



wherein R 11 has the above meaning, and 
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V R 12 is selected from the group consisting of, phenyl, 
isndenyl, naphthyl, anthryl , indolyl , benzothienyl and quinolinyl; 




wherein X hasxthe above meanings and 

Ar 1 and Ar 2 are selected independently of each other from 
the group consistaSng of phenyl, and naphthyl; 



and wherein aromatic\ ring systems in the subst itutents R 1 , 
R 3 , R 8 , R 9 , R 10 , R 11 , rA Ar 1 and Ar 2 and in ring systems 
=CR 8 R 9 and -NR 8 R 9 may be\ substituted independently from each 
other by one to three of& tnelsame or different groups 
selected from the group cpons^Lsting of halogen, cyano, C x - 
C 6 -alkyl , trif luoromethyJ , Vj 3 -C 8 -cycloalkyl , benzyl , 
phenyl, hydroxy, C^Cg-hydrofcyalkyl , C^-Cs-alkoxy , C 1 -C 6 - 
alkoxy entirely or part ially\subst ituted by fluorine, 
benzyloxy, phenoxy, mercapto, V^-Cg-alkylthio, phenylthio, 
sulf o, carboxy, C 2 -C 7 -carboxyal]Wl , C 3 -C 7 -carboxyalkenyl , 
C 2 -C 7 -alkoxycarbonyl , benzyloxyc^rbonyl , nitro, amino, C 1 - 
C 6 -aminoalkyl, mono-C^Cg-alkylamiftLO, di- (Ci-Cg-alkyl ) amino 
and, for two adjacent residues on Vhe aromatic ring, 
methyl enedioxy, 



wherein alkyl residues in the Group G\can be substituted 
by one or two of the same or dif f erent\groups selected 
from the group consisting of hydroxy, carboxy, C 2 -C 7 - 
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\alkoxycarbonyl , benzyloxycarbonyl , amino, mono-C^-Cg- 
aJ_kylamino and di - {C 1 -C 6 -alky 1 ) amino . 

34. \ The compounds according to claim^^ wherein 

R 1 is Selected from the group consisting of hydrogen, 
fluorine, chlorine, bromine, methyl, ethyl, 
trif uloromethyl , hydroxy, Ci-C^-alkoxy , phenoxy, 
methylthioy ethylthio, methoxycarbonyl , aminocarbonyl and 
carboxy; \ 

R 2 is selected from the group consisting of hydrogen, 
chlorine, methyl, hydroxy, and methoxy; 

R 3 is hydrogen; \ 

k is 0; \f \ 

A is selected f ronml tW^ group consisting of C 2 -C 6 -alkylene , 

a substituted C 2 -C 6 -alkya ene which is substituted once or 
twice by hydroxy or fluorine, 

C 2 -C 6 -alkylene, wherein a methylene unit is isosterically 
replaced by O, S, or CO, wherein, with the exception of 
CO, the isosteric substitution is not adjacent to the 
amide group, \ 

C 2 -C 6 -alkenylene , \ 

a substituted C 2 -C 6 -alkenylene whibh is substituted by 
methyl or fluorine, \ 
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: 4 -C 6 -alkadienylene, 

a Substituted C 4 -C 6 -alkadienylene which is substituted by 
metl 



D is selected from the group consisting of 
C 3 " c io - alkyPene , 

a substituted\c 3 -C 10 -alkylene which is substituted by 
methyl, hydrox^c or phenyl, 

C 3 -C 10 -alkenylene 

a substituted C 3 -C 10 \alkenylene which is substituted by 
methyl , hydroxy or pi 



C 3 -C 10 -alkinylene / 



a substituted C 3 -C 10 -alkin^lene which is substituted by 
hydroxy or phenyl , 



C 3 -C 10 -alkylene, C 3 -C 10 -alkenyl)ene or C 3 -C 10 -alkinylene , 
wherein a methylene unit is isosterically replaced by 0, 
NH, N(CH 3 ), or CO, or an ethylene group is isosterically 
replaced by a group NH-CO or CCVNH, or a propylene group 
is isosterically replaced by a grpup NH-CO-NH or NH-CO-O 
or O-CO-NH; 



288228 



-17- 



09/596, 086 



Atty. Dkt. No. 69054 



G\is selected from the group consisting of G 1 , G 2 , G 3 , G 4 , 
G 5 \ and G 6 wherein G must contain at least one aromatic 
ring,, wherein 

G 1 is \ - (CR 9 R 10 ) m -R 8 

and \ 

m is 0 or l\ 

R 8 is selected from the group consiting of benzyl, 

diphenylmethyl A phenyl , indanyl , indenyl , oxoindanyl , 
napthyl , tetrahycdronaphthyl , f luorenyl , oxof luorenyl , 
anthryl , dihydroarithryl , oxodihydroanthryl , phenanthryl , 
dibenzocycloheptenyl , dihydrodibenzocycloheptenyl , 
oxodihydrodibenzocycSLooctenyl , 

benzof uryl , benzothienVl y^^indolyl , indolinyl , 
isoindolinyl , oxoindoli^yl J benzooxazolyl , 

oxobenzooxazolinyl , ber zAi'soxazolyl , oxobenzoisoxazolinyl , 
benzothiazolyl , oxoberi2t^h\iazolinyl , benzoisothiazolyl , 
oxobenzoisothiazolinyl , berrzoimidazolyl , 

oxobenzoimidazolinyl , benzotlaiadiazolyl , benzotriazolyl , 
quinolyl , isoquinolinyl , oxodYhydroquinolinyl , 
tetrahydroquinolinyl , oxotetrahydroquinolinyl , 
quinoxalinyl , quinazolinyl , napn/thyridinyl , carbazoleyl , 
pyridoindolyl , 1 , l-dioxo-l-thia-a-aza-acenaphthenyl , 
acridinyl , oxodihydroacridinyl , pnenanthridinyl , 
dihydrobenzoisochinolinyl , oxodihydrobenzosoquinolinyl , 
dihydrodibenzooxepinyl , dibenzoazepinyl , 
dihydrodibenzoazepinyl , oxodihydrodinenzoazepinyl , 
benzocycloheptapyridyl , pyridobenzoazepinyl , 
dihydropyridobenzoazepinyl , oxodihydroWridobenzoazepinyl , 
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\dihydropyridobenzodiazepinyl , 

codihydropyridobenzodiazepinyl or 
dihydrodibenzooxazepinyl ; 

R 9 is\selected from the group consisting of hydrogen and 
C 1 -C 3 -aG.kyl , C 3 -C 8 -cycloalkyl , benzyl, phenyl, indanyl, 
indenyl\ naphthyl anthryl ; 

benzofuryl\ benzothienyl , indolyl , benzooxazolyl, 
oxobenzooxa\ol inyl , benzoisoxazolyl , benzothiazolyl , 
benzoisothiazplyl , benzoimidazolyl and benzotriazolyl ; 



R 10 is the same Nas R 9 , but is selected independently 
thereof, or is hydroxy; 

G 2 is =CR 8 R 9 



which is bound to D <^e^ a double bond, wherein R 8 and R 9 
have the above meanii 

also be a ring systerfj j^ound over the carbon atom, selected 
from indanyl, indenyj/f tetrahydronaphthyl , fluoroenyl, 
dihydroanthryl , dibenzocyaloheptenyl , 

dihydrodibenzocycloheptenyl; indolinyl , isoindolinyl , 
oxoindolinyl , tetrahydroquinplinyl , 
tetrahydroisoquinolinyl , dihwiroacridinyl , 
dihydrodibenzooxepinyl , dihydfpthienobenzothiepinyl , 
dihydrodibenzothiepinyl , dibenZoazepinyl , 
dihydrodibenzoazepinyl , benzocyoloheptapyridinyl , 
dihydrobenzocycloheptapyridinyl , Vyridobenzoazepinyl , 
dihydropyridobenzoazepinyl , oxodihydropyridobenzooxepinyl , 
dihydropyridobenzothiepinyl ; 



G 3 is -X- (CH 2 ) n - (CR 9 R 10 ) m -R 8 or -NR 8 R 9 
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wherein m and the substituents R 8 , R 9 , and R 10 have the 
^bove meanings, and 

n ii^ 0 or 1 , 

X is NR* 1 , O or S wherein 

R 11 is selected from the group consisting of hydrogen, C 1 . 
C 3 -alkyl, benzyl and phenyl, 



G 4 is selectedX from the group consisting of 



NR 11 — C— Y — \(CR 9 R 10 ) m — K 
O 

NR 11 C NR 8 R 9 

Z 

wherein structural eliepa^tit D-G does not contain a total of 
more than 1 amide g^oupinb wherein m and the substituents 
R 8 , R 9 , R 10 , R 11 and the groAp NR 8 R 9 can have the above 
meanings wherein the residue 



and 




f 



and 



NR 



(CR 9 R ,0 ) m — R j 



8 



A-C- 



I 

(0) k 

are not identical, 
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is selected from the grouping consisting of methylene, 
ekhenylene, and a bond, and 



G 5 is ^NR^-SO.-R 12 



wherein I& 1 has the above meaning, and 



R 12 is selected from the group consisting of, phenyl, 
naphthyl , anohryl , benzothienyl and quinolinyl; 



G 6 is 

X N /A r' 

o' P V 



wherein X has the aboT 

Ar 1 and Ar 2 are selec 
the group consisti; 



jieanings and 

^independently of each other from 
lenyl , and naphthyl ; 



and wherein aromatic ring systems in the substituted R 1 , 
R 3 , R 8 , R 9 , R 10 , R 11 , R 12 , Ar 1 aVd Ar 2 and in ring systems 
=CR 8 R 9 and -NR 8 R 9 may be substituted independently from each 
other by one to three of the same or different groups 
selected from the group consisting of halogen, cyano, C x - 
C 6 -alkyl , trif luoromethyl , C 3 -C 8 -Oycloalkyl , benzyl , 
phenyl, hydroxy, C^-Cg-hydroxyalkyA, Ci-Cg-alkoxy , C 1 -C 6 - 
alkoxy entirely or partially substituted by fluorine, 
benzyloxy, phenoxy, mercapto, Ci-Cg-alkylthio, phenylthio, 
sulf o, carboxy, C 2 -C 7 -carboxyalkyl , C 3 VC 7 -carboxyalkenyl , 
C 2 -C 7 -alkoxycarbonyl , benzyloxycarbonyA, nitro, amino, C x - 
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vC 6 -aminoalkyl , mono-Ci-Cg-alkylamino, di- ( C^-Cg- alkyl ) amino 
a^id, for two adjacent residues on the aromatic ring, 
me&hylenedioxy and 



I wherein alkyl residues in the Group G can be substituted 
by oneW two of the same or different residues selected 
from the\jroup consisting of hydroxy, carboxy, C 2 -C 7 - 
alKoxycarJDtonyl , benzyloxycarbonyl , amino, mono-Ci-Cg- 
alkylamino a^nd di - (C 1 -C 6 -alkyl ) amino . 



35. The compounds according to claim 3*4 wherein 



R 1 is selected from the group consisting of hydrogen, 
fluorine , methyl, \rif uloromethyl and ethylthio; 

R 2 is hydrogen; 

R 3 is hydrogen ; 

k is 0 ; 

A is selected from the group\consi sting of ethylene and 
butylene , 

a substituted ethylene or butylene which is substituted by 
hydroxy or one or two fluorine at\>ms, or OCH 2 , SCH 2 , 



ethenylene or 1 , 3 -butadienylene ; 



D is selected from the group consisting of 



C 3 -C 8 - alkyl ene , 
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a substituted C 3 -C 8 -alkylene which is substituted by 
hydroxy or phenyl , 

C 3 -Cgv-alkenylene , 

a substituted C 3 -C 8 -alkenylene which is substituted by 
phenyl , \ 

C 3 -C 8 -alkinyl^ene ; and 

C 3 -C 8 -alkylene , V: 3 -C 8 -alkenylene or C 3 -C 8 -alkinylene , in 
which one or twovnethylene units in the C 3 -C 8 -alkylene / C 3 
C 8 -alkenylene or cVc 8 -alkinylene are isosterically 
replaced by O, NH oV CO; 

G is selected from thev group consisting of 

cyclopentylphenylmethyJuene ,/ cyclohexylphenylmethyl , 
cyclohexylhydroxyphenyJpe)myl , diphenylmethyl , 
diphenylhydroxymethyl^^iphenylmethylene , diphenylethyl , 
diphenylhydroxy ethyl, diphenylethylene , triphenylmethyl , 
triphenylethyl , triphenylhydf\pxyethyl , triphenylethylene , 
naphthylmethylene , naphthyl , oetrahydronaphthyl , 
hydroxytetrahydronaphthyl , tetrahydronaphthylidene , 
f luoroenyl , hydroxyf luoroenyl , iTiuoroenylidene , 
tetrahydrobenzocyclohetenylidene A 
dihydrodibenzocycloheptenyl , \ 
hydroxydihydrodibenzocycloheptenyl A 
dihydrodibenzocycloheptenyl idene , \ 

phenyl - t hi enylmethyl , phenyl - thienylhy\droxymethyl , phenyl 
thienylmethylene , phenyl - f urylmethyl , phenyl - f uryl - 
hydroxymethyl , phenyl - f urylmethylene , pnsenyl - 
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pyridylmethyl , phenyl -pyridylhydroxymethyl , phenyl - 
py\idylmethylene , 

tetranydroquinolinyl , tetrahydroisoquinolinyl , 
benzocyfcloheptapyridinyl , benzocycloheptapyridinylidene , 
dihydrobenzocycloheptapyridinyl , 
dihydroben^ocycloheptapyridinyl idene , 

dihydrodiben^zooxepinyl , dihydrodibenzooxepinyl idene , 
dihydrodibenzbthiepinyl , dihydrodibenzothiepinyl idene , 

phenylpyrrolyl , Xdiphenylpyrrolyl , phenyl thienyl , diphenyl - 
thienyl , phenylpyrazolyl , phenyl imidazolyl , 
diphenyl imidazolyl\ phenylpyridyl , diphenylpyridyl , 
indolyl , oxoindolinw , benzoimidazolyl , 

ozobenzoimidazolyl , bWnzothiazolyl , oxobenzothiazolyl , 
benzoisothiazolyl , ben^poxzzolyl , oxobenzooxazolyl , 
benzotriazolyl , \ 

diphenylmethylamino, dipneWylmethyl -methyl ami no, 
dibenzylamino , benzylph^^lainino , cyclohexlphenylamino , 
triphenylmethylamino , biphenylylamino , diphenylamino , N- 
indolinyl , N- isoindolinyl , N-t^etrahydroquinolinyl , N- 
tetrahydrobenzazepinyl , N-phenyltetreahydrobenzoazepinyl , 
N- 1 , 1 -dioxo - 1 -thia-2 - azaacenaphtlaenyl , N- 1H, 3H-benzo [d, e] - 
isoquinolinyl , N-dihydrodibenzoazepinyl , 

diphenylmethyloxy , diphenylmethylth^p, 

diphenylacetylamino, diphenylacetyl -ppenylamino, 
diphenylpropionylamino, diphenylacryloMlamino, 
naphthylacetylamino , f uroylacrylamino , benzoylamino , 
napthoylamino , oxof luroroenylcarbonylamino , f uroylamino , 
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diphenylmethylaminocarbonyl amino , 
ciibenzylaminocarbonylamino , 
natohthylmethyaminocarbonylamino , 

bipnenylylaminocarbonyl amino, naphthylaminocarbonylamino, 
benzyiphenylaminocarbonylamino , 

diphenwaminocarbonyl amino, diphenylaminocarbonyl - 
phenylamisno, diphenylf urylaminocarbonyl amino, indolinyl -N- 
carbonylamino, isoindolinyl-N-carbonylamino, 1H, 3H- 
benzo [d, e] isoquinolinyl-N-carbonylamino, 
tetrahydroberrzoazepinyl -N-carbonyl amino, 
phenyl tetrahydirobenzoazepinyl-N-carbo-nyl amino, 
dihydrodibenzoassepin-N-carbonyl amino, 
dihydrobenzopyriobazepinyl -N-carbonyl amino, 

t olyl sul f onylamino , Nnaphthyl sul fonyl amino , 
diphenylphosphinoylarrknoand diphenylphosphinoyloxy , 

and wherein aromatic ijinsj systems in G can be substituted 
independently from ead/other by one to three groups 
independently selected froV the group consisting of 
halogen, cyano, C^-Cg-alkyl A trif luoromethyl , C 3 -C 8 - 
cycloalkyl, benzyl, phenyl, hydroxy, Ci-Cg-hydroxyalkyl , 
Cx-Cg-alkoxy, C-L-Cg-alkoxy entirely or partially substituted 
by fluorine, benzyloxy, phenoxA mercapto, C^-Ce-alkylthio, 
phenylthio, sulfo, carboxy, C 2 -c\carboxyalkyl , C 3 -C 7 - 
carboxyalkenyl , C 2 -C 7 -alkoxycarbonVl , benzyloxycarbonyl , 
nitro, amino, C^-Cg-aminoalkyl , monA-Ci-Cg-alkylamino , di- 
(C^Cg-alkyl) amino and, for two adjacent residues on the 
aromatic ring, methyl enedioxy and \ 

wherein alkyl residues in the Group G cam be substituted 
by one or two of the same or different groups selected 
from the group consisting of hydroxy, carl3oxy, C 2 -C 7 - 
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aUkoxycarbonyl , benzyloxycarbonyl , amino, mono-Ci-Cg- 
arkylamino and di- (C 1 -C 6 -alky 1) amino . 



36. Ttie compounds of formula (I) of claim 3\, wherein the 
compounds a\e selected from the group consisting of 



N- [8, 8 -bis- (4-Nf luorophenyl) -octyl] -3 -pyridin-3 -yl -acryl - 
amindehydrochloVide , 

N- [6- (3 , 3-diphenVl-ureido) -hexyl] -3 -pyridin- 3 -yl -acrylamide , 
N- [4- (1 -phenyl -1 , 2\, 4 , 5-tetrahdyrobenzo [d] azepin-3 -yl) -butyl] 
3 -pyridin- 3yl- aery ramide, 

N- (8 , 8-diphenyl-octy\) -3-pyridin-3-yl-acrylamide, 
N- (8-hydroxy-8 , 8 -diphetnyl -octyl ) -3-pyridin-3-yl-acrylamide, 
N- [4- (3 , 3-diphenyl-ureMo) -butyl] -3-pyridin-3-yl-acrylamide, 
N- [4- (1H, 3H-benzo [d, e] is^quinolin-2 -yl ) -butyl] -3 -pyridin-3 -yl- 
arcyl amide , 



sepin-5-yl-carbonylamino) - 
_en-2-yl) -butyl] -3- 



?enaphthyl< 



N- [6- (10 , 11-dihydrodibenzo 
hexyl] -3 -pyridin-3 -yl -acryl* 
N- [4- (1, l-dioxo-l-thia-2-az 
pyridin- 3 -yl -acryl amide , 

N- ( 6 -hydroxy- 6 , 6 -diphenyl -hexyl X- 3 -pyridin- 3 -yl -acrylamide , 
N- (6, 6 -diphenyl -hex- 5 -enyl) -3 -pyfvidin-3 -yl -acrylamide , 
N- [4- (4, 5 -diphenyl -imidazol-l-yl) -\>utyl] -3 -pyridin-3 -yl - 
acrylamide , 

N- ( 5 -hydroxy- 5 , 5 -diphenyl -pentyl ) - 3 - Wridin- 3 -yl -acrylamide , 
N- (7 -phenyl -heptyl) -3-pyridin-3-yl-acWlamide, 
N- (4-diphenylacetylamino-butyl) -3-pyridin-3-yl-acrylamide, 
N- [4- (benzhydryl-amino) -butyl] -3 -pyridir>-3 -yl -acrylamide and 
N- (4- ( [2- (benzhydrylmethylamino) -ethyl] -methyl ami no) -butyl) -3- 
pyridin- 3 -yl -acrylamide . 
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3 7\ A pharmaceutical composition comprising one or more 
of the compounds according to formula (I) and pharmaceutical ly 
acceptable salts of formula (I) 



R 1 is selected froA the group consisting of hydrogen, 
halogen, cyano, C^-Q^-alkyl, C 3 -C 6 -alkenyl , C 2 -C 6 -alkinyl , 
trif luoromethyl , C 3 -CX-cycloalkyl , Ci-Cg-hydroxyalkyl , 
hydroxy, C-L-Cg-alkoxy f \\C 2 ^6v-cycloalkylozy , benzyloxy , C^^-Cy- 
alkanoyloxy , C 1 -C 6 -alky^L thiq, C 2 -C 7 -alkoxycarbonyl , 
aminocarbonyl , C 2 -C 7 -a^kVlaminocarbonyl , C 3 -C 13 - 
dialkylaminocarbonyl , ^laitooxy, phenyl, phenoxy, 

r \ 

phenyl thio, pyridyloxy, pyridylthio, and NR 4 R 5 , wherein 

R 4 and R 5 are selected independently of each other from the 
group consisting of hydrogenX Ci-Cg-alkyl , C 3 -C 6 -alkenyl , 
C 3 -C 6 -alkinyl , benzyl and phenyl; 

R 2 is selected from the group consisting of hydrogen, 
halogen, cyano, C 1 -C 6 -alkyl, trif luoromethyl , hydroxy, C ± - 
C 6 -alkoxy and benzyloxy; \ 




A-C-N-D-G 



(0) k 



(I) 



wherein 
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R 3 is selected from the group consisting of hydrogen, C x - 
^Cg-alkyl, C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , hydroxy, C^-Cg-alkoxy 
arid benzyloxy; 

k is\0 or 1, 

i \ 

A is selected from the group consisting of C-L-Cg-alkylene , 

a substituted Ci-Cg-alkylene which may be substituted one 
to three-fo\d by C 1 -C 3 -alkyl, hydroxy, C 1 -C 3 -alkoxy , 
fluorine , or ^phenyl , 

C 2 -C 6 -alkylene, Vn which a methylene unit is isosterically 
replaced by O, s\ NR 6 , CO, SO or S0 2 , wherein, with the 
exception of CO, ohe isosteric substitution is not 
adjacent to the amine group and R 6 is selected from the 
group consisting of Vydrogen, Ci-Cg-alkyl, C 3 -C 6 -alkenyl , 
Ci-Cg-acyl, and C 1 -C 6 4aG;'kalnesulf onyl , 

1, 2-cyclopropylene, I A 

C 2 -C 6 -alkenylene , \ 

a substituted C 2 -C 6 -alkenylene which is substituted once or 
twice by C 1 -C 3 -alkyl, hydroxy ,\ C x -C 3 -alkoxy, fluorine, cyano 
or phenyl , \ 

C 4 -C 6 -alkadienylene , \ 

a substituted C 4 -C 6 -alkadienylene which is substituted once 
or twice by Ci-C^alkyl, fluorine, cyano or phenyl, 

1,3, 5 -hexatrienylene , \ 
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a substituted 1,3, 5-hexatrienylene, which is substituted 
Dy C 1 -C 3 -alkyl, fluorine, cyano or phenyl, and 



( 



etkinylene , 



D is ^selected from the group consisting of 



C 3 -C 12 -al)cylene / 

a substituted C 3 -C 12 -alkylene which is substituted once or 
twice by Cx-Qk-alkyl, hydroxy, Cx-Cg-alkoxy or phenyl, 

C 3 -C 12 -alkenylene , 

a substituted C 3 -(\ 2 -alkenylene which is substituted once 
or twice by C 1 -C 6 - alkyl, hydroxy, C^-Cs-alkoxy or phenyl, 

C 5 -C 12 -alkadienylene , 



a substituted C 5 -C 12 -a 
once or twice by C 1 -C i 
phenyl , 



mylene which is substituted 
O., hydroxy, C^-C^-alkoxy or 



C 3 -C 12 -alkinylene , 

a substituted C 3 -C 12 -alkinylene Vhich is substituted once 
or twice by Ci-Cg-alkyl, hydroxy ,\ C^-Ce-alkoxy or phenyl, 

C 5 -C 12 -alkeninylene / 



a substituted C 5 -C 12 -alkeninylene which is substituted once 
or twice by Ci-Cg-alkyl, hydroxy, Ci-C^-alkoxy or phenyl, 
and 
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C\-C 12 -alkyl ene, C 3 -C 12 -alkenylene or C 3 -C 12 -alkinylene, 
wherein, with the exception of the (G) -terminal methylene 

in the C 3 -C 12 -alkyl ene , C 3 -C 12 -alkenylene or C 3 -C 12 - 
alkin^clene, one to three methylene units in the C 3 -C 12 - 
alkylene, C 3 -C 12 -alkenylene or C 3 -C 12 -alkinylene are 
isosteriVally replaced by 0, S, NR 7 , CO, SO or S0 2/ wherein 
R 7 has they same as R 6 , but is selected independently 
thereof ; 

G is selected\f rom the group consisting of G 1 , G 2 , G 3 , G 4 , 
G 5 , and G 6 wherein G must contain at least one aromatic 
ring, wherein 



G 1 is 



(CR 9 R 10 ) m -RN 



and 



m is 0 or 1, 



R 8 is selected from the gr<^ 
diphenylmethyl , phenyl , 



consisting of benzyl, 



anellated bi- and tricyclic arbmatic or partially 
hydrogenated carbocyclic ring sVstems with 8 to 18 ring 
atoms, and at least one aromatic \ring, wherein the linkage 
can occur over an aromatic or a hydrogenated ring and 
either directly or over a methylene^ group; 

R 9 is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl, C 3 -C 6 -alkenyl , C 2 -C 6 -alkinyl , benzyl, phenyl, 



anellated bi- and tricyclic aromatic riria systems with 8 
to 18 ring atoms, and at least one aromatVc ring, wherein 
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:he linkage can occur over an aromatic ring and either 
d\rectly or over a methylene group; 

R 10 ik the same as R 9 , but is selected independently 
thereof, or is hydroxy; 

G 2 is =ck 8 R 9 

which is boilbnd to D by means of a double bond, wherein R 8 
and R 9 have tnp above meaning; 

G 3 is -X- (CH 2 ) n - (fcR 9 R 10 ) m -R 8 or -NR 8 R 9 

wherein m and the\subst ituents R 8 , R 9 , and R 10 have the 
above meanings , anc 

n is 0, 1 or 2 



X is NR 11 , 0 or S whereii 



R 11 has the same meanings^ a^/R 4 , but is selected 
independently thereof , 



G 4 is selected from the group Consisting of 
NR' 1 — C — Y — (CR 9 R ,0 ) m — R 8 
O 



and 



NR 



C 

II 

Z 



NR 8 R 9 



wherein structural element D-G cannot contain a total of 
more than 1 amide grouping, wherein m and the substituents 
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R 8 , R 9 , R 10 , R 11 and the grouping NR 8 R 9 can have the above 
meaning, wherein the residues 




f 



-A-C- 



and nrH _ c Y (CR 9 R 1 °) m R 8 

O 



(0) k 

are not identical, and 

Y is selected from the grouping consisting of methylene, 
ethylene, ethenyle\je, or represents a bond, and 

Z is O or S; 



G 5 is -NR^-SCU-R 12 



wherein R 11 has the abov 



ming, and 



R 12 is selected from 
phenyl , 



tjae^group consisting of C^-Cg-alky! and 



anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 18 ring 
atoms, and at least an aromatic ring, wherein the linkage 
can occur either over an aromatic rting, 



is 
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wherein X xias the above meanings and 

Ar 1 and Ar 2 arte selected independently of each other from 
the group consisting of phenyl, pyridyl and naphthyl ; 

and wherein aroma oic ring systems in the substitutents R 1 , 
R 2 , R 3 , R 4 , R 5 , R 8 , r\, R 10 , R 11 , R 12 , Ar 1 and Ar 2 and in ring 
systems =CR 8 R 9 and -N& 8 R 9 may be substituted independently 
from each other by one\ to three of the same or different 
groups independently selected from the group consisting of 
halogen, cyano, C-L-Cg-alkyl, trif luoromethyl , C 3 -C 8 - 
cycloalkyl, benzyl, phenylX hydroxy, Ci-Cg-hydroxyalkyl , 
Ci-Cs-alkoxy , C^-Cg-alkoxy entirely or partially substituted 
by fluorine, benyloxy, phendbw, jmercapto, C^-Cg-alkylthio, 
phenylthio, sulfo, carboxy, yfc 2 -Ni 7 -carboxyalkyl , C 3 -C 7 - 
carboxyalkenyl , C 2 -C 7 -alkoxypkrJb6nyl , benyloxycarbonyl , 
nitro, amino, Ci-Ce-aminoarkj^Z, moho-Ci-Cg-alkylamino, di- 
(Ci-Cg-alkyl) amino and, for two adjacent residues on the 
aromatic ring, methylenedioxy and \ 

wherein alkyl residues in the Group G oan be substituted 
by one or two of the same or different groups selected 
from the group consisting of hydroxy, carboxy, C 2 -C 7 - 
alkoxycarbonyl , benzyloxycarbonyl , amino, mono-Ci-Cg- 
alkylamino and di- {C 1 -C 6 -alkyl) amino; \ 

the cis- and trans-isomers , E- and Z-isomers including the 
corresponding enantiomers , diastereomers and other 



288228 



-33- 



09/596, 086 



Atty. Dkt. No. 69054 



\somers, the tautomers and their acid addition salts 
lcluding their hydrates and solvates. 



38. Vrhe pharmaceutical composition of clairn3>7 wherein 
the composition is provided in a form selected from the group 
consisting V>f solid, peroral administrable form as a tablet, 
capsule, coaVed tablet, liquid, gastric fluid-resistant 
preparation, suspension, effervescent tablet, tabs or sachets, 
sustained action form, parenteral depot medicinal form, 
implant, inhalant, concentrate, powder, rectal administrable 
emulsion, genital administrable emulsion, transurethral 
administrable emulsion, liposomal administrable emulsion, 
lyophilisate , spraw transdermal, salve, emulsion, balm, 
plaster and mixtures^ thereof . 



;lainN37 



39. The method of\claim :37 wherein a dosage unit for 
administration includes V) . 001 to 5000 mg active ingredient. 

40. The method of claYm wherein a dosage unit for 
administration includes 0 . oVi ta 4000 mg active ingredient. 

41. The method of claim $0 wherein a dosage unit for 
administration includes 0.-6^01 t© 3000 mg active ingredient. 

42. The method of claimN^L wkerein a dosage unit for 
administration includes 0.001 to 2(a00 mg active ingredient. 



43. The method of claim 4^ wherein a dosage unit for 
administration includes 0.001 to 1000 Vg active ingredient 

44 . The method of claim ^ wherein V dosage unit for 
administration includes 0.01 to 100 mg active ingredient. 
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45- The method of clainN^4 wherein a dosage unit for 
ini&tration includes 1 to 10 mg active ingredient. 



46 
adminis 
200, 300, 40 



Vhe method of clairA 45 wherein a dosage unit for 
tra\ion includes 1, 2^ 5, 10, 20, 2, 30, 50, 75, 100, 
500, 600 or 800 mg active ingredient. 



47. A method of inhibiting tumor cell growth in a human 
or animal body comprising administering to the human or animal 
body in need thereof an amount of a pharmaceutical composition 
effective for inhibiting tumor cell growth, wherein the 
pharmaceutical composition includes compounds of formula (I) 
or a pharmaceutically\acceptable salts of formula (I) 




(Q) k 



wherein 



R 1 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyl, C 3 -C 6 -^Lkenyl , C 2 -C 6 -alkinyl , 
trif luoromethyl , C 3 -C 8 -cycloalkyl , CY C 6 - hydroxy a Iky 1 , 
hydroxy, C^-Cs-alkoxy , C 3 -C 8 -cycloalky\ozy , benzyloxy, C 1 -C 7 - 
alkanoyloxy , C 1 - C 6 - alkyl thio , C 2 - C 7 - al koxycarbonyl , 
aminocarbonyl , C 2 -C 7 -alkylaminocarbonyl A C 3 -C 13 - 
dialkylaminocarbonyl , carboxy, phenyl, pkenoxy, 
phenyl thio, pyridyloxy, pyr idyl thio, and RfR 4 R 5 , wherein 
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and R 5 are selected independently of each other from the 
gitoup consisting of hydrogen, Ci-Cg-alkyl, C 3 -C 6 -alkenyl , 
/ C 3 -(£ 6 -alkinyl , benzyl and phenyl; 

R 2 is selected from the group consisting of hydrogen, 
halogeny, cyano, Ci-Cg-alkyl, trif luoromethyl , hydroxy, C x - 
C 6 -alkox^ and benzyloxy; 

R 3 is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl, C 3 -<C 6 -alkenyl , C 3 -C 6 -alkinyl , hydroxy, C^Cg-alkoxy 
and benzyl oxy,^ 

k is 0 or 1, 

A is selected from \he group consisting of Ci-Cg-alkylene, 

a substituted C^-Ce-aliWlene which may be substituted one 
to three -fold by C^Ca-e^k^Tv hydroxy, C^-Cj-alkoxy , 
fluorine, or phenyl, 

C 2 -C 6 -alkylene, in whicfe^a Viethylene unit is isosterically 
replaced by O, S, NR 6 , CO, 3D or S0 2 , wherein, with the 
exception of CO, the isosterlc substitution is not 
adjacent to the amide group afad R 6 is selected from the 
group consisting of hydrogen, i^-Ce-alky!, C 3 -C 6 -alkenyl , 
Ci-Cg-acyl, and Ci-Cg-alkanesulf o^ryl , 

1 , 2 -cyclopropylene, 



C 2 -C 6 -alkehylene , 
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substituted C 2 -C 6 -alkenylene which is substituted once or 
!^ice by C 1 -C 3 -alkyl, hydroxy, C 1 -C 3 -alkoxy , fluorine, cyano 
orxphenyl , 

C 4 -C 6 ^alkadienylene , 

a substituted C 4 -C 6 -alkadienylene which is substituted once 
or twice by C 1 -C 3 -alkyl / fluorine, cyano or phenyl, 

1,3, 5-hexatr\ienylene , 

a substituted Y , 3 , 5 -hexatrienylene , which is substituted 
by C 1 -C 3 -alkyl, fluorine, cyano or phenyl, and 

ethinylene , 

D is selected from 6{ie group consisting of 
C 3 -C 12 -alkylene / 

a substituted C 3 -C 12 -aJlJs#'\ene which is substituted once or 
twice by Ci-Cg-alkyTT hydrbxy, C^-Cs-alkoxy or phenyl, 

C 3 -C 12 -alkenylene , 

a substituted C 3 -C 12 -alkenylene\ which is substituted once 
or twice by C 1 -C e - alkyl, hydro:£y, Ci-Cg-alkoxy or phenyl, 

C 5 -C 12 -alkadienylene , 



a substituted C 5 -C 12 -alkadienylene whYch is substituted 
once or twice by Ci-Cg-alkyl, hydroxy A^C^-Cs-alkoxy or 
phenyl , 



288228 



-37- 



09/596,086 Atty. Dkt . No. 69054 



cY-C 12 -alkinylene , 




a substituted C 3 -C 12 -alkinylene which is substituted once 
or twd>ce by Ci-Cg-alkyl, hydroxy, C 1 -C 6 -alkoxy or phenyl, 

C 5 -C 12 -alKteninylene / 



a substituted C 5 -C 12 -alkeninylene which is substituted once 
or twice by C\-C 6 -alkyl, hydroxy, Ci-Cg-alkoxy or phenyl, 
and 

C 3 -C 12 -alkylene, C 3 \C 12 -alkenylene or C 3 -C 12 -alkinylene, 
wherein, with the exception of the (G) -terminal methylene 
group in the C 3 -C 12 -arkylene, C 3 -C 12 -alkenylene or C 3 -C 12 - 
alkinylene, one to three methylene units in the C 3 -C 12 - 
alkylene, C 3 -C 12 -alkenyleiie or C 3 -C 12 -alkinylene are 
isosterically replaced by\p, NR 7 , CO, SO or S0 2 , wherein 

R 7 has the same as R 6 , but 
thereof ; 



ielected independently 



G is selected from the group consisting of G 1 , G 2 , G 3 , G 4 , 
G 5 , and G 6 wherein G must contain^ at least one aromatic 
ring, wherein 



is 



(CR 9 R 10 ) m -R 8 



and 



m is 0 or 1, 



R 8 is selected from the group consisting of\benzyl , 
diphenylmethyl , phenyl , 
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^anellated bi- and tricyclic aromatic or partially 
hVdrogenated carbocyclic ring systems with 8 to 18 ring 
atoms, and at least one aromatic ring, wherein the linkage 
can ©ccur over an aromatic or a hydrogenated ring and 
either directly or over a methylene group; 

R 9 is selected from the group consisting of hydrogen, C 1 - 
C 6 -alkyl, \c 3 -C 6 -alkenyl , C 2 -C 6 -alkinyl , benzyl, phenyl, 

anellated bi\- and tricyclic aromatic ring systems with 8 
to 18 ring atbms, and at least one aromatic ring, wherein 
the linkage can occur over an aromatic ring and either 
directly or oveE a methylene group; 

R 10 is the same asV, but is selected independently 
thereof, or is hydroxy; 

G 2 is =CR 8 R 9 |X / 

which is bound to D by^mqans of a double bond, wherein R 8 
and R 9 have the above meairing; 

G 3 is -X- (CH 2 ) n - (CR 9 R 10 ) m -R 8 or\-NR 8 R 9 

wherein m and the subst ituentk R 8 , R 9 , and R 10 have the 
above meanings, and \ 

n is 0, 1 or 2 \ 

X is NR 11 , O or S wherein \ 

R 11 has the same meanings as R 4 , but is\ selected 
independently thereof , \ 
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vG 4 is selected from the group consisting of 



1 1 



C Y— (CR 9 R 10 ) m R ; 



O 



and 



NR 



n 



NR 8 R 9 



wherein structural element D-G cannot contain a total of 
more than 1 amide grouping, wherein m and the substituents 
R 8 , R 9 , R 10 , R 11 \nd the grouping NR 8 R 9 can have the above 
meaning, wherein\the residues 




O 



A-C- 



^nd NR 1 1 C Y (CR 9 R 10 ) m — R 8 
O 



(0) k 

are not identical, and 

Y is selected from the grouping consisting of methylene, 
ethylene, ethenylene, or represents a bond, and 

Z is O or S; 

G 5 is -NR^-SCU-R 12 



wherein R 11 has the above meaning, and 
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vR 12 is selected from the group consisting of Cj-Cg-alkyl and 
jJhenyl , 



/ 



anelVated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 18 ring 
atoms, Vnd at least an aromatic ring, wherein the linkage 
can occur either over an aromatic ring, 



is 



p 

Ar 2 



O 



wherein X has the abcWe meanings and 



Ar 1 and Ar 2 are selected 
the group consisting of 



^pendently of each other from 
iyl, pyridyl and naphthyl ; 



and wherein aromatic -x^fig systems in the substitutents R 1 , 
R 2 , R 3 , R 4 , R 5 , R 8 , R 9 , R 10 , R^Xr 12 , Ar 1 and Ar 2 and in ring 
systems =CR 8 R 9 and -NR 8 R 9 may b<k substituted independently 
from each other by one to threeNpf the same or different 
groups independently selected from the group consisting of 
halogen, cyano, Ci-Cg-alkyl, trif liioromethyl , C 3 -C 8 - 
cycloalkyl, benzyl, phenyl, hydroxy\ C^-Cg-hydroxyalkyl , 
Ci-Ce-alkoxy, Ci-Cg-alkoxy entirely orVpartially substituted 
by fluorine, benyloxy, phenoxy, mercajJto, Ci-Cs-alkylthio, 
phenyl thio, sulfo, carboxy, C 2 -C 7 -carboxValkyl , C 3 -C 7 - 
carboxyalkenyl , C 2 -C 7 -alkoxycarbonyl , benVLoxycarbonyl , 
nitro, amino, Ci-Cg-aminoalkyl , mono-Cx-Cg-klkylamino, di- 
(Ci-Cg-alkyl ) amino and, for two adjacent residues on the 
aromatic ring, methylenedioxy and 
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^wherein alkyl residues in the Group G can be substituted 

one or two of the same or different groups selected 
frWi the group consisting of hydroxy, carboxy, C 2 -C 7 - 
alko^cycarbonyl , benzyloxycarbonyl , amino, mono-Ci-Cg- 
imino and di- (C 1 -C 6 -alkyl ) amino; 

the cisAand trans-isomers , E- and Z-isomers including the 
corresponding enantiomers, diastereomers and other 
isomers, ttte tautomers and their acid addition salts 
including tbfeir hydrates and solvates 



48. A method ofv suppressing autoimmune disease in a human 
or animal body comprising administering to the human or animal 
body in need thereof an amount of a pharmaceutical composition 
effective for suppressing autoimmune disease, wherein the 
pharmaceutical composition includes compounds of formula (I) 
or pharmaceutically acceptable salts of formula (I) 




(0) k 



(I) 



wherein 

R 1 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyl, C 3 -C 6 -alkenyl , C 2 -C 6 -alkinyl , 
trif luoromethyl , C 3 -C 8 -cycloalkyl , Ci-^-hydroxyalkyl , 
hydroxy, Ci-Cg-alkoxy , C 3 -C 8 -cycloalkylotey , benzyloxy, C 1 -C 7 - 
a 1 kanoy 1 oxy , Ci-Cg-alkylthio, C 2 -C 7 -al koxVc a rbony 1 , 
aminocarbonyl , C 2 -C 7 -alkylaminocarbonyl , $ 3 -C 13 - 
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iialkylaminocarbonyl , carboxy, phenyl, phenoxy, 
prenyl thio, pyridyloxy, pyridylthio, and NR 4 R 5 # wherein 

R 4 arifcjl R 5 are selected independently of each other from the 
group Consisting of hydrogen, C-L-Cg-alkyl, C 3 -C 6 -alkenyl , 
C 3 -C 6 -al\inyl , benzyl and phenyl; 

R 2 is selected from the group consisting of hydrogen, 
halogen, cyanp, Ci-Cg-alkyl, trif luoromethyl , hydroxy, CV 
C 6 -alkoxy and E\enzyloxy; 

R 3 is selected fr^m the group consisting of hydrogen, C 1 - 
C 6 -alkyl, C 3 -C 6 -alke^iyl , C 3 -C 6 -alkinyl , hydroxy, C x -C 6 -alkoxy 
and benzyloxy; 

k is 0 or 1, 

A is selected from the gr^lufy'cbnsist ing of Ci-Cg-alkylene , 



a substituted Ci-Cg-alkyl' 
to three-fold by C 1 -C 3 -alk] 
fluorine, or phenyl, 



^hich may be substituted one 
lydr oxy , C x - C 3 - a 1 koxy , 



C 2 -C 6 -alkylene , in which a methylene unit is isosterically 
replaced by O, S, NR 6 , CO, SO or S($u , wherein, with the 
exception of CO, the isosteric substitution is not 
adjacent to the amide group and R 6 is\ selected from the 
group consisting of hydrogen, Cx-Cg-alRyl , C 3 -C 6 -alkenyl , 
Ci-Cg-acyl, and Ci-Cg-alkanesulf onyl , 

1 , 2 -cyclopropylene , 



C 2 -C 6 -alkenylene , 
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\a substituted C 2 -C 6 -alkenylene which is substituted once or 
tWice by C 1 -C 3 -alkyl / hydroxy, Ci-C^-alkoxy , fluorine, cyano 
or \phenyl , 

d-Cg-Wkadienylene, 

a substituted C 4 -C 6 -alkadienylene which is substituted once 
or twice oy C 1 -C 3 -alkyl / fluorine, cyano or phenyl, 

1,3, 5-hexatrienylene, 

a substituted l\3 , 5-hexatrienylene, which is substituted 
by C 1 -C 3 -alkyl, fluorine, cyano or phenyl, and 

ethinylene , \ 

D is selected from the, grdttp consisting of 
C 3 -C 12 -alkylene, If \ / 

a substituted C 3 -C 12 -alkylerre which is substituted once or 
twice by C^-Ce-alkyl, hydroxys. C^-Cs-alkoxy or phenyl, 

C 3 -C 12 -alkenylene , \ 

a substituted C 3 -C 12 -alkenylene which is substituted once 
or twice by C 1 -C 6 - alkyl, hydroxy, X^-Q-alkoxy or phenyl, 

C 5 -C 12 -alkadienylene , \ 

a substituted C 5 -C 12 -alkadienylene whichXis substituted 
once or twice by C 1 -C 6 - alkyl, hydroxy, cAc 6 -alkoxy or 
phenyl , \ 
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-C 12 -alkinylene , 

a Substituted C 3 -C 12 -alkinylene which is substituted once 
or twice by Ci-Cg-alkyI, hydroxy, C^-Cg-alkoxy or phenyl, 



C 5 -C 12 -aik:eninylene , 



a substituted C 5 -C 12 -alkeninylene which is substituted once 
or twice byNf^-Cg-alkyl , hydroxy, C-L-Cg-alkoxy or phenyl, 
and 

C 3 -C 12 -alkylene, \j3-C 12 -alkenylene or C 3 -C 12 -alkinylene / 
wherein, with the\ exception of the (G) -terminal methylene 
group in the C 3 -C 12 Aalkylene, C 3 -C 12 -alkenylene or C 3 -C 12 - 
alkinylene, one to three methylene units in the C 3 -C 12 - 
alkyl ene , C 3 -C 12 -alkenylene or C 3 -C 12 -alkinylene are 
isosterically replaced\by O, S, NR 7 , CO, SO or S0 2/ wherein 
R 7 has the same as R 6 , b\t i^feelected independently 
thereof ; 

G is selected from the_gJbute consisting of G 1 , G 2 , G 3 , G 4 , 
G 5 , and G 6 wherein G must contain at least one aromatic 
ring , wherein 



G 1 



is 



- (CR 9 R 10 ), 



and 



m is 0 or 1, 



R 8 is selected from the group consisting of benzyl, 
diphenylmethyl , phenyl , 
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mellated bi- and tricyclic aromatic or partially 
hwirogenated carbocyclic ring systems with 8 to 18 ring 
atotos, and at least one aromatic ring, wherein the linkage 
can occur over an aromatic or a hydrogenated ring and 
either^ directly or over a methylene group; 

R 9 is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl, S 3 -C 6 -alkenyl , C 2 -C 6 -alkinyl , benzyl, phenyl, 

anellated bi\ and tricyclic aromatic ring systems with 8 
to 18 ring atoms, and at least one aromatic ring, wherein 
the linkage can\ occur over an aromatic ring and either 
directly or over\a methylene group; 

R 10 is the same as but is selected independently 

thereof, or is hydro? 

G 2 is =CR 8 R 9 



which is bound to D by^ 
and R 9 have the above - 



mec 



is of a double bond, wherein R 8 



G 3 is -X- (CH 2 ) n - (CR 9 R 10 ) m -R 8 or AMR 8 R 9 

wherein m and the subst ituents\p 8 , R 9 , and R 10 have the 
above meanings, and 

n is 0, 1 or 2 

X is NR 11 , O or S wherein 



R 11 has the same meanings as R 4 , but is ^elected 
independently thereof, 
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G 4 is selected from the group consisting of 
JR" — C — Y — ( C R 9 R 10 ) m — R 8 




wherein structural element D-G cannot contain a total of 
more than 1 Namide grouping, wherein m and the substituents 
R 8 , R 9 , R 10 , R"v and the grouping NR 8 R 9 can have the above 
meaning, wherein the residues 



NR 



11 -C— Y— ( C R 9 R 10 ) m — R 8 
O 




(Q) k 

are not identical, an 

Y is selected from the grouping consisting of methylene, 
ethylene, ethenylene, or represents a bond / and 

Z is O or S; 



G 5 is -NR 11 -SQ 2 -R 12 



wherein R 11 has the above meaning, an 
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12 is selected from the group consisting of Ci-Cg-alkyl and 
pnenyl , 




anel\ated bi- and tricyclic aromatic or partially 
hydrogenated. carbocyclic ring systems with 8 to 18 ring 
atoms, Vnd at least an aromatic ring, wherein the linkage 
can occun either over an aromatic ring, 



xs 



wherein X has the ab^ve meanings and 

Ar 1 and Ar 2 are selected (independently of each other from 
the group consisting of \h^Qrl, pyridyl and naphthyl ; 



and wherein aromatic ringtf Sk/stems in the substitutents R 1 , 
R 2 , R\ R\ R 5 , R 8 , R 9 , R 10 f id\ R 12 , Ar 1 and Ar 2 and in ring 
systems =CR 8 R 9 and -NR 8 R^may be substituted independently 
from each other by one to three of the same or different 
groups independently selected fi Som the group consisting of 
halogen, cyano, Ci-Cg-alkyl, trif Vuoromethyl , C 3 -C 8 - 
cycloalkyl, benzyl, phenyl, hydroxy, C x - C 6 - hydroxy a 1 kyl , 
Ci-Cg-alkoxy, C^-Cg-alkoxy entirely Oa: partially substituted 
by fluorine, benyloxy, phenoxy, mercWpto, Ci-Cg-alkylthio, 
phenylthio, sulfo, carboxy, C 2 -C 7 -carbWyalkyl , C 3 -C 7 - 
carboxyalkenyl , C 2 -C 7 -alkoxycarbonyl , benyloxycarbonyl , 
nitro, amino, Ci-Cg-aminoalkyl , mono - C x - (A -alkyl amino, di- 
(Ci-Cg-alkyl) amino and, for two adjacent Residues on the 
aromatic ring, methylenedioxy and 
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wherein alkyl residues in the Group G can be substituted 
by pne or two of the same or different groups selected 
frorm the group consisting of hydroxy, carboxy, C 2 -C 7 - 
alkoxycarbonyl , benzyloxycarbonyl , amino, mono-Cj-Cg- 
alkylanu.no and di - (C x -C 6 -alkyl ) amino; 

/ the cis- Vnd trans - isomers , E- and Z-isomers including the 
corresponding enantiomers, diastereomers and other 
isomers, theV tautomers and their acid addition salts 
including their hydrates and solvates. 



49. A method fo\ the production of a compound of formula 



(I) 




the method comprising reacting a compound of formula (II) 
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witfo compounds of formula (III) 

HV — N D G 

\l 

\r3 

\ (III) 

in an inertXsolvent or polar aprotic solvent or solvent 
mixture or iA the presence of auxiliary base in the form of a 
carbonate or organic amine at a reaction temperature between - 
40'C and 180*C,\ 
wherein \ 

R 1 is selected\f rom the group consisting of hydrogen, 
hal ogen , cyano ,\C 1 -C 6 - alkyl , C 3 - C 6 - al kenyl , C 2 - C 6 - alkinyl , 
t r i f 1 uorome t hy 1 , V 3 - C 8 - cy c 1 oa 1 ky 1 , C x - C 6 - hydroxy a 1 ky 1 , 
hydroxy, Ci-Cg-alkdKy , C 3 -C 8 -cycloalkylozy , benzyloxy, C^-CV 
al kanoyloxy , C 1 - C 6 - a\kyl t hio , C 2 - C 7 - alkoxycarbonyl , 
aminocarbonyl , C 2 - C 7 - ^Ikyl aminocarbonyl , C 3 - C 13 - 
dialkylaminocarbonyl , Va^boxy, phenyl, phenoxy, 
phenyl thio, pyridyloxy lApyjridylthio, and NR 4 R 5 , wherein 

R 4 and R 5 are selected S^fdebendently of each other from the 
group consisting of hydroger\, Ci-Cg-alkyl, C 3 -C 6 -alkenyl , 
C 3 -C 6 - alkinyl , benzyl and phenyl; 

R 2 is selected from the group consisting of hydrogen, 
halogen, cyano, (VCe-alkyl, trif JSuoromethyl , hydroxy, C 1 - 
C 6 -alkoxy and benzyloxy; \ 

R 3 is selected from the group consisting of hydrogen, C^- 
C 6 -alkyl, C 3 -C 6 -alkenyl, C 3 -C 6 -alkinyl , Yydroxy, C^-Cg-alkoxy 
and benzyloxy; \ 



k is 0 or 1, 
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is selected from the group consisting of C x -C 6 -alkylene , 

a substituted Ci-Cg-alkylene which may be substituted one 
to three-fold by C 1 -C 3 -alkyl / hydroxy, C 1 -C 3 -alkoxy , 
fluorisie, or phenyl, 

C 2 -C 6 -alkylene , in which a methylene unit is isosterically 
replaced bV O, S, NR 6 , CO, SO or S0 2/ wherein, with the 
exception ok CO, the isosteric substitution is not 
adjacent to trhe amide group and R 6 is selected from the 
group consisting of hydrogen, Ci-Cs-alkyI, C 3 -C 6 -alkenyl , 
Ci-Cg-acyl, and G^-Cg-alkanesulf onyl , 

1 , 2 -cyclopropylene ; 

C 2 - C 6 - a 1 keny 1 ene , 



a substituted C 2 -C 6 -alke 
twice by C 1 -C 3 -alkyl, hyd 
or phenyl , 

C 4 -C 6 -alkadienylene , 



lene which is substituted once or 
I, C x -C 3 -alkoxy , fluorine, cyano 



a substituted C 4 -C 6 -alkadienylene which is substituted once 
or twice by C 1 -C 3 -alkyl, fluorin^, cyano or phenyl, 

1,3, 5-hexatrienylene , 

a substituted 1 , 3 , 5-hexatrienylene, Vhich is substituted 
by C 1 -C 3 -alkyl, fluorine, cyano or phenyl, and 



ethinylene , 
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D is selected from the group consisting of 
C-jVC^-alkylene , 

a substituted C 3 -C 12 -alkylene which is substituted once or 
twice \>y C^-Cg-alkyl, hydroxy, C^-Cg-alkoxy or phenyl, 

C 3 -C 12 -alkenylene , 

a substituted C 3 -C 12 -alkenylene which is substituted once 
or twice by (a-C 6 - alkyl, hydroxy, C-L-Cg-alkoxy or phenyl, 

C 5 -C 12 -alkadieny]\ene , 

a substituted C 5 -c\ -alkadienylene which is substituted 
once or twice by Ci-^-alkyl , hydroxy, C^-Cg-alkoxy or 
phenyl , 

C 3 ~ C 12 " alkinylene , 



a substituted C 3 -C 12 -alH£ny$l_ene which is substituted once 
or twice by Ci-Cg- alkyl, hydroxy, C^-Cs-alkoxy or phenyl, 

C 5 -C 12 -alkeninylene , 

a substituted C 5 -C 12 -alkeninylene\ which is substituted once 
or twice by Ci-Cg-alkyl, hydroxy, N^-Cg-alkoxy or phenyl, 
and 



C 3 -C 12 -alkylene, C 3 -C 12 -alkenylene or C\-C 12 -alkinylene , 
wherein, with the exception of the (G)V terminal methylene 
group in the C 3 -C 12 -alkylene , C 3 -C 12 -alkertylene or C 3 -C 12 - 
alkinylene, one to three methylene units\in the C 3 -C 12 - 
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^lkylene, C 3 -C 12 -alkenylene or C 3 -C 12 -alkinylene are 
i^psterically replaced by O, S, NR 7 , CO, SO or S0 2/ wherein 
R 7 iWs the same as R 6 , but is selected independently 
therepf ; 

G is selected from the group consisting of G 1 , G 2 , G 3 , G 4 , 
G 5 , and G*\ wherein G must contain at least one aromatic 
ring, wherein 



G 1 



is 



and 



m is 0 or 1, 

R 8 is selected from the group consisting of benzyl, 
diphenylmethyl , phenyl^ 

anellated bi- and tricylblid aromatic or partially 
hydrogenated carbocycl i cooing systems with 8 to 18 ring 
atoms, and at least one aromatic ring, wherein the linkage 
can occur over an aromatic or a hydrogenated ring and 
either directly or over a methylene group; 

R 9 is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl, C 3 -C 6 -alkenyl , C 2 -C 6 -alkrnyl , benzyl, phenyl, 



anellated bi- and tricyclic aromati& ring systems with 8 
to 18 ring atoms, and at least one aromatic ring, wherein 
the linkage can occur over an aromatic\ring and either 
directly or over a methylene group; 
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RV 1 is the same as R 9 , but is selected independently 
thereof, or is hydroxy; 

G 2 is\ =CR 8 R 9 

which i^ bound to D by means of a double bond, wherein R 8 
and R 9 have the above meaning; 



G 3 is -X- (Ck 2 ) n - (CR 9 R 10 ) m -R 8 or -NR 8 R 9 

wherein m ana the substituents R 8 , R 9 , and R 10 have the 
above meanings , and 

n is 0, 1 or 2 

X is NR 11 , O or S ^herein 

R 11 has the same meaAir>^ as R 4 , but is selected 
independently thereon 



G 4 is selected from tlhe Yjroup consisting of 



NR 



n 



C Y 

II 

O 



(CR 9 R 10 ) m \-R* 



and 



NR 



n 



C 
II 

z 



NR 8 R 9 



wherein structural element D-G cknnot contain a total of 
more than 1 amide grouping, wherem m and the substituents 
R 8 , R 9 , R 10 , R 11 and the grouping NR 8 R( can have the above 
meaning, wherein the residues 
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R' 




and NR 11 C Y (CR 9 R ,0 ) m — R 8 

O 



are not identical, and 

Y is selected from the grouping consisting of methylene, 
ethylene, etn^enylene, or represents a bond, and 

Z is 0 or S; 



G 5 is -NR^-SC^-R 1 



wherein R 11 has the above meaning, and 

\/ \ 

R 12 is selected from Are Igroup consisting of C^-Cg-alkyl and 
phenyl , 



anellated bi- and tTEacycliV: aromatic or partially 
hydrogenated carbocyclic rxhg systems with 8 to 18 ring 
atoms, and at least an aromatic ring, wherein the linkage 
can occur either over an aromatic ring, 



G 6 is 
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wherein X has the above meanings and 

Ar\ and Ar 2 are selected independently of each other from 
the group consisting of phenyl, pyridyl and naphthyl; 



and wherein aromatic ring systems in the substitutents R 1 , 
R 2 , R 3 , R 5 , R 8 , R 9 , R 10 , R 11 , R 12 , Ar 1 and Ar 2 and in ring 

systems =fcR 8 R 9 and -NR 8 R 9 may be substituted independently 
from each \ther by one to three of the same or different 
groups independently selected from the group consisting of 
halogen, cyanea, Ci-Cg-alkyl, trif luoromethyl , C 3 -C 8 - 
cycloalkyl, benzyl, phenyl, hydroxy, C x -C 6 - hydroxy a 1 kyl , 
Ci-Cg-alkoxy , C-L-teg-alkoxy entirely or partially substituted 
by fluorine, benyYoxy, phenoxy, mercapto, Ci-Cg-alkylthio, 
phenyl thio, sulfo, Ncarboxy, C 2 -C 7 -carboxyalkyl , C 3 -C 7 - 
carboxyalkenyl , C 2 -c\-alkoxycarbonyl , benyloxycarbonyl , 
nitro, amino, Ci-Cg-aminoalkyl , mono -C^-Cg-alky! amino, di- 



(Ci-Cg-alkyl ) amino and; 
aromatic ring, methyle 



two adjacent residues on the 
Jxy and 



wherein alkyl residues!! in/fche Group G can be substituted 
by one or two of the same on different groups selected 
from the group consisting of Vydroxy, carboxy, C 2 -C 7 - 
alkoxycarbonyl , benzyl oxycarboi^yl , amino, mono-C^-Cg- 
alkylamino and di- (C^-Cg-alkyl ) at^ino; 



the cis- and trans- isomers , E- and\ Z-isomers including the 
corresponding enantiomers, diastereaimers and other 
isomers, the tautomers and their acick addition salts 
including their hydrates and solvates .\ 
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kp . A method for the production of a compound of formula 



f 



A-C-N-D-G 



R' 



(0) k 



(I) 



the method comprising^ reacting a compound of formula (IV) 




f 



A-C-N-D-XH 



(IV) 



with alkylation or arylation agents or carboxylic acid, 
carbamic acid, thiocarbamic acid, sulfonic acid or phosphinic 
acid derivatives of the following compounds 



L- (CH 2 ) n - (CR 9 R 10 ) m -R 8 , 



L C Y (CR 9 R 10 ) m R 



O 



.8, 



L C NR 8 R 9 ' 

Z 
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L-Sp 2 -R 12 , and 



O 



l 

P 



wherein L Vepresents a nucleofuge, X = NR 11 and 
R 1 is selected from the group consisting of hydrogen, 
halogen, cyancs>, Ci-Cs-alkyI, C 3 -C 6 -alkenyl , C 2 -C 6 -alkinyl , 
trif luoromethyry C 3 -C 8 -cycloalkyl , Ci-Cg-hydroxyalkyl , 
hydroxy, Ci-Cg-alkoxy , C 3 -C 8 -cycloalkylozy , benzyloxy, C^-Cy- 

C fi ^1 kyl thio , C 2 - C 7 - alkoxycarbonyl , 
aminocarbonyl , C 2 -C 7 \alkylaminocarbonyl , C 3 -C 13 - 
dialkylaminocarbonyl ,\ carboxy , phenyl , phenoxy , 
phenyl thio, pyridyloxy\ pyridylthio, and NR 4 R 5 , wherein 



R 4 and R 5 are selected independently of each other from the 
group consisting of hydrogje^aO C^-Cg-alkyl, C 3 -C 6 -alkenyl , 
C 3 -C 6 -alkinyl , benzyl and f»^ieljyJ 

R 2 is selected from the grbugf consisting of hydrogen, 
halogen, cyano, C 1 -C 6 -alkyl, trir^uoromethyl , hydroxy, C 1 - 
C 6 -alkoxy and benzyloxy; 

R 3 is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl , C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl ,\ hydroxy , C^-Cg-alkoxy 
and benzyloxy; 

k is 0 or 1, 



A is selected from the group consisting of XCi-Cg-alkylene , 
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a substituted Ci-Cg-alkylene which may be substituted one 
Yo three-fold by C 1 -C 3 -alkyl / hydroxy, C 1 -C 3 -alkoxy , 
fJSuorine, or phenyl, 

C 2 -C 6 Yalkylene , in which a methylene unit is isosterically 
replaced by O, S, NR 6 , CO, SO or S0 2 , wherein, with the 
exception of CO, the isosteric substitution is not 
adjacent\to the amide group and R 6 is selected from the 
group consisting of hydrogen, Ci-Cg-alkyl, C 3 -C 6 -alkenyl , 
Cj-Cg-acyl , \nd Ci-Cg-alkanesulf onyl , 

1 , 2-cyclopropyIene, 

C 2 -C 6 -alkenylene, \ 

a substituted C 2 -C 6 -alkenylene which is substituted once or 
twice by C 1 -C 3 -alkyl, ^hydroxy, C x -C 3 -alkoxy , fluorine, cyano 
or phenyl , \ V I 

C 4 -C 6 -alkadienylene , 1 X 

a substituted C 4 -C 6 -alkadienVl_ene which is substituted once 
or twice by C 1 -C 3 -alkyl, fluorvine, cyano or phenyl, 

1,3, 5 -hexatrienylene , \ 

a substituted 1 , 3 , 5-hexatrienylene\ which is substituted 
by C 1 -C 3 -alkyl, fluorine, cyano or pnenyl , and 

ethinylene, \ 

D is selected from the group consisting ovf 
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CL-C 12 - alkyl ene , 

a substituted C 3 -C 12 -alkylene which is substituted once or 
twice\by C^-Cg- alkyl, hydroxy, C^-Cg-alkoxy or phenyl, 

C 3 -C 12 -aISkenylene , 

a substituted C 3 -C 12 -alkenylene which is substituted once 
or twice by V-Cg- alkyl , hydroxy, C^-Cg-alkoxy or phenyl, 

C 5 -C 12 -alkadienyiene , 

a substituted Cs-Q^-alkadienylene which is substituted 
once or twice by CiXCg-alkyl, hydroxy, C^-Cg-alkoxy or 
phenyl , \ 

C 3 -C 12 -alkinylene , \ 

a substituted C 3 -C 12 -alkinWen4 which is substituted once 
or twice by C^-Cs-alkyl, hydroxy, C^-Cg-alkoxy or phenyl, 

C 5 -C 12 -alkeninylene , \ 

a substituted C 5 -C 12 -alkeninylene\ which is substituted once 
or twice by Ci-Cg-alkyl, hydroxy, Y^-Cg-alkoxy or phenyl, 
and \ 

C 3 - C 12 - alkyl ene , C 3 -C 12 -alkenylene or cVc 12 -alkinylene , 
wherein, with the exception of the (G)\ terminal methylene 
group in the C 3 -C 12 -alkylene, C 3 -C 12 -alkenylene or C 3 -C 12 - 
alkinylene, one to three methylene units \in the C 3 -C 12 - 
alkylene, C 3 -C 12 -alkenylene or C 3 -C 12 -alkiny\ene are 
isosterically replaced by O, S, NR 7 , CO, SONpr S0 2 , wherein 



288228 



-60- 



09/596, 086 



Atty. Dkt. No. 69054 



R 7 has the same as R 6 , but is selected independently 
sreof ; 

G i^v selected from the group consisting of G 3 , G 4 , G s and G 6 
whereisp G must contain at least one aromatic ring, wherein 

G 3 is -X-\CH 2 ) n - (CR 9 R 10 ) m -R 8 

wherein m and the substituents R 8 , R 9 , and R 10 have the 
above meanings, and 

n is 0, 1 or 2 

X is NR 11 , O or S wtiferein 



R 11 has the same meanings as R 4 , but is selected 
independently thereof , 

G 4 is selected from the d^9)^p Consisting of 



NR 11 C Y (CR 9 R 10 ), 



9t> 1<K 



o 



and 



NR 



n 



C 
II 

z 



NR 8 R 9 



wherein structural element D-G cannot Contain a total of 
more than 1 amide grouping, wherein m ari<l the substituents 
R 8 , R 9 , R 10 , R 11 and the grouping NR 8 R 9 can f^ve the above 
meaning, wherein the residues 
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R 




O and NR 1 1 C Y (CR 9 R 10 ) m — R 8 

O 



A-C- 



(0) k 

are not identical, and 

Y is selected ^rom the grouping consisting of methylene, 
ethylene, ethenylene, or represents a bond, and 



Z is O or S; 



G 5 is -NR^-SCU-R 12 



wherein R 11 has the abo^ 



ming, and 



R 12 is selected from the 
phenyl , 



fgronp consisting of C^-Cg-alky! and 



anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 18 ring 
atoms, and at least an aromatic ring, wherein the linkage 
can occur either over an aromatic Ving, 



G 6 is 



X x /A r' 

</ P v 



288228 



-62- 



09/596, 086 



Atty. Dkt. No. 69054 



wherein X has the above meanings and 

Ar 1 smd Ar 2 are selected independently of each other from 
the gVoup consisting of phenyl, pyridyl and naphthyl ; 
and wharein aromatic ring systems in the subst itutents R 1 , 
R 2 , R 3 , R^, R 5 , R 8 , R 9 , R 10 , R 11 , R 12 , Ar 1 and Ar 2 and in ring 
systems =1CR 8 R 9 and -NR 8 R 9 may be substituted independently 
from each qther by one to three of the same or different 
groups independently selected from the group consisting of 
halogen, cyanV C^-Cg-alkyl, trif luoromethyl , C 3 -C 8 - 
cycloalkyl, benszyl , phenyl, hydroxy, Ci-Cg-hydroxyalkyl , 
Ci-Cg-alkoxy , Ci-CSg-alkoxy entirely or partially substituted 
by fluorine, benyloxy, phenoxy, mercapto, Cx-Cg-alkylthio, 
phenylthio, sulfo, icarboxy, C 2 -C 7 -carboxyalkyl , C 3 -C 7 - 
carboxyalkenyl , C 2 -C 7 \alkoxycarbonyl , benyloxycarbonyl , 
nitro, amino, C^C 6 -amitfioalkyl , mono -Ci-Cg-alkyl amino, di- 
(Cx-Cg-alkyl ) amino and, \for two adjacent residues on the 
aromatic ring, methyl enemi/oxy and 

wherein alkyl residues im Joh^ Group G can be substituted 
by one or two of the s-atrie oAdifferent groups selected 
from the group consisting of Wdroxy, carboxy, C 2 -C 7 - 
alkoxycarbonyl , benzyloxycarbonyl , amino, mono-Ci-Cg- 
alkylamino and di - (Ci-Cg-alkyl) amino ; 

the cis- and trans -isomers, E- andAZ- isomers including the 
corresponding enantiomers, diasterecmers and other 
isomers, the tautomers and their acifl addition salts 
including their hydrates and solvates\ 

51. A method for the production of a compound of formula 
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(0) k 



A-C-N-D-G 

L 



(I) 



the method comprising reacting a compound of formula (IV) 




f 



A-C-N-DrXH 



(0) k 



(IV) 



in an inert solvent with alkylaudon or arylation agents of 
L- (CH 2 ) n - (CR 9 R 10 ) m -R 8 at a temperatiWe of between O'C and 180 *C, 
wherein Lisa leaving group and 

R 1 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyl, C 3 -C 6 \alkenyl , C 2 -C 6 -alkinyl , 
trif luoromethyl , C 3 -C 8 -cycloalkyl , V^-Cg-hydroxyalkyl ' 
hydroxy, Cx-Cg-alkoxy , C 3 -C 8 -cycloalkyl° z Y / benzyloxy, ^-Cy 
alkanoyloxy , C x - C 6 - al ky 1 1 hio , C 2 - C 7 - alkoxycarbony 1 , 
aminocarbonyl , C 2 -C 7 -alkylaminocarbonyi. , C 3 -C 13 - 
dialkylaminocarbonyl , carboxy, phenyl, Vhenoxy, 
phenylthio, pyridyloxy, pyridylthio, anaVNR 4 R 5 , wherein 
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I 4 and R 5 are selected independently of each other from the 
g^pup consisting of hydrogen, C-L-Cg-alkyl , C 3 -C 6 -alkenyl , 
C 3 -G^-alkinyl , benzyl and phenyl; 

R 2 is selected from the group consisting of hydrogen, 
halogen\ cyano, C^-Ce-alkyl, trif luoromethyl , hydroxy, C x - 
C 6 -alkoxy\and benzyloxy; 

R 3 is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl, C 3 -Cv-alkenyl , C 3 -C 6 -alkinyl , hydroxy, Cx-Cg-alkoxy 
and benzyloxy; 

k is 0 or 1, 

A is selected from t^he group consisting of Ci-Cg-alkylene , 

a substituted Ci-Cg-alkyiene which may be substituted one 
to three-fold by Ci-Cs-Vlkyiv hydroxy, C 1 -C 3 -alkoxy , 
fluorine, or phenyl, 

C 2 -C 6 -alkylene, in which |la/f?vethylene unit is isosterically 
replaced by 0, S, NR 6 , ~C0, S<S or S0 2 , wherein, with the 
exception of CO, the isosterifc substitution is not 



adjacent to the amide group anc 



is selected from the 



group consisting of hydrogen, cYc 6 -alkyl, C 3 -C 6 -alkenyl , 
Ci-Cg-acyl, and C^-Cg-alkanesulf on^l , 

1, 2-cyclopropylene, 



C 2 -C 6 -alkenylene , 
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a\ substituted C 2 -C 6 -alkenylene which is substituted once or 
twice by C 1 -C 3 -alkyl, hydroxy, C 1 -C 3 -alkoxy , fluorine, cyano 
or phenyl , 

C 4 -C 6 -aYkadienylene , 

a substituted C 4 -C 6 -alkadienylene which is substituted once 
or twice by C 1 -C 3 -alkyl, fluorine, cyano or phenyl, 

1,3, 5-hexatrrenylene, 

a substituted 1 /G , 5 -hexatrienylene , which is substituted 
by C 1 -C 3 -alkyl, fruorine, cyano or phenyl, and 

ethinylene, \ 

D is selected from the\group consisting of 

c 3 -c 12 -aikyiene, 

a substituted C 3 -C 12 -alkyl 
twice by Cx-Cg-alkyl, hydx 

C 3 " c i2 " a 1 kenyl ene , 

a substituted C 3 -C 12 -alkenylene which is substituted once 
or twice by C 1 -C 6 - alkyl, hydroxy, Ci-Cg-alkoxy or phenyl, 

C 5 -C 12 -alkadienylene , \ 

a substituted C 5 -C 12 -alkadienylene whicm is substituted 
once or twice by Ci-Cg-alkyl, hydroxy, c\-C 6 -alkoxy or 
phenyl , \ 



/which is substituted once or 
Ci-Cg-alkoxy or phenyl, 
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\C 3 - C 12 - alkiny 1 ene , 

a ^substituted C 3 -C 12 -alkinylene which is substituted once 
or \wice by Ci-Cg-alkyl, hydroxy, C 1 -C 6 -alkoxy or phenyl, 

C 5 -C 12 -aslkeninylene , 

a substituted C 5 -C 12 -alkeninylene which is substituted once 
or twice byy C 1 -C 6 -alkyl # hydroxy, C^-Cs-alkoxy or phenyl, 
and \ 

C 3 -C 12 -alkylene,\c 3 -C 12 -alkenylene or C 3 -C 12 -alkinylene , 
wherein, with the, exception of the (G) -terminal methylene 
group in the C 3 -C 12 \alkylene, C 3 -C 12 -alkenylene or C 3 -C 12 - 
alkinylene, one to Vhree methylene units in the C 3 -C 12 - 
alkyl ene, C 3 -C 12 -alkenylene or C 3 -C 12 -alkinylene are 
isosterically replacecKby O, S, NR 7 , CO, SO or S0 2/ wherein 
R 7 has the same as R 6 , bW selected independently 
thereof; W ) 

G is - (CR 9 R 10 ) m -R 8 J / \ 

and \ 

m is 0 or 1, \ 

R 8 is selected from the group consisting of benzyl, 
diphenylmethyl , phenyl , \ 

anellated bi- and tricyclic aromatic oA partially 
hydrogenated carbocyclic ring systems wiVh 8 to 18 ring 
atoms, and at least one aromatic ring, wherein the linkage 
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>can occur over an aromatic or a hydrogenated ring and 
either directly or over a methylene group; 

R 9 i& selected from the group consisting of hydrogen, C x - 
C 6 -all<yl, C 3 -C 6 -alkenyl , C 2 -C 6 -alkinyl , benzyl, phenyl, 

anellateci bi- and tricyclic aromatic ring systems with 8 
to 18 rings, atoms, and at least one aromatic ring, wherein 
the linkage\can occur over an aromatic ring and either 
directly or over a methylene group; 

R 10 is the same ks R 9 , but is selected independently 
thereof, or is hydroxy; 

Ar 1 and Ar 2 are selected independently of each other from 
the group consisting Vf phenyl, pyridyl and naphthyl ; 
and wherein aromatic ring systems in the subst itutents R 1 , 
R 2 , R 3 , R 4 , R 5 , R 8 , R 9 , R^f!, Ri? , R 12 , Ar 1 and Ar 2 and in ring 
systems =CR 8 R 9 and -NR 8 R 9 jymay ]be substituted independently 
from each other by one no claree of the same or different 
groups independently selleczx^ed from the group consisting of 
halogen, cyano, C 1 -C 5 -a"iKyl , Yrif luoromethyl , C 3 -C 8 - 
cycloalkyl, benzyl, phenyl, hydroxy, C 1 - C 6 - hydroxy a 1 kyl , 
C^-Cg-alkoxy , Ci-Ce-alkoxy entirely or partially substituted 
by fluorine, benyloxy, phenoxy, Viercapto, C-L-Cg-alkylthio, 
phenylthio, sulfo, carboxy, C 2 -C 7 -Y:arboxyalkyl , C 3 -C 7 - 
carboxyalkenyl , C 2 -C 7 -alkoxycarbony\ , benyloxycarbonyl , 
nitro, amino, Ci-Cg-aminoalkyl , monoXCj-Cg-alkylamino, di- 
( C x - C 6 - alky 1) amino and, for two adjacent residues on the 
aromatic ring, methylenedioxy and \ 

wherein alkyl residues in the Group G can be substituted 
by one or two of the same or different grbups selected 
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trom the group consisting of hydroxy, carboxy, C 2 -C 7 - 
a\koxycarbonyl , benzyloxycarbonyl , amino, mono-C^-Cg- 
aliWlamino and di- (Ci-Cg-alkyl) amino; 

the cVs- and trans - isomers , E- and Z-isomers including the 
corresponding enantiomers, diastereomers and other 
isomers\ the tautomers and their acid addition salts 
includings, their hydrates and solvates. 

52 . A method, for the production of a compound of formula 
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with alkylation or arylation agents or carboxylic acid, 
:arbamic acid, thiocarbamic acid, sulfonic acid or phosphinic 
ao.id derivatives of the following compounds 



HO 



C— Y (CR 9 R ,0 ) m R 



,8 , 



HO-C 

z 



8 R 9, 



JR°R 



HO-S0 2 -R 12 , and 



wherein 



R 1 is selected from 
halogen, cyano, C^-Cg 



roup consisting of hydrogen, 
1, C 3 -C 6 -alkenyl , C 2 -C 6 -alkinyl , 
trif luoromethyl , C 3 -C 8 -cycloalkyl , Ci-Cg-hydroxyalkyl , 
hydroxy, Ci-Cg-alkoxy , C 3 -C 8 \cycloalkylozy , benzyloxy, C 1 -C 7 - 
alkanoyloxy, Ci-Cg-alkylthioA C 2 -C 7 -alkoxycarbonyl , 
aminocarbonyl , C 2 -C 7 -alkylamin®carbonyl , C 3 -C 13 - 
dialkylaminocarbonyl , carboxy, V^enyl , phenoxy, 
phenyl thio, pyridyloxy, pyridyltiaio, and NR 4 R 5 , wherein 



R 4 and R 5 are selected independently of each other from the 
group consisting of hydrogen, C^Cg-aslkyl , C 3 -C 6 -alkenyl , 
C 3 -C 6 -alkinyl , benzyl and phenyl ; 
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is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyl, trif luoromethyl , hydroxy, C^- 
C 6 -^Lkoxy and benzyloxy; 

R 3 is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl\ C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , hydroxy, Ci-Cg-alkoxy 
and benzyloxy; 

k is 0 or l\ 

A is selected irom the group consisting of Ci-Cg-alkylene , 

a substituted Cx-Cg-alkylene which may be substituted one 
to three -fold by (\-C 3 -alkyl, hydroxy, C 1 -C 3 -alkoxy , 
fluorine, or phenyl\ 

C 2 -C 6 -alkylene , in whiah a methylene unit is isosterically 
replaced by O, S, NR 6 , rGO, SO or S0 2/ wherein, with the 
exception of CO, the isctetepric substitution is not 
adjacent to the amide ^oup and R 6 is selected from the 
group consisting of hyarpgen, C^-Cg-alkyl, C 3 -C 6 -alkenyl , 
Ci-Cg-acyl, and C^Cg-alkanesulf onyl , 

1 , 2 -cyclopropylene , \ 

C 2 -C 6 -alkenylene , \ 

a substituted C 2 -C 6 -alkenylene whichXis substituted once or 
twice by C 1 -C 3 -alkyl, hydroxy, C 1 -C 3 -a\koxy , fluorine, cyano 
or phenyl , \ 

C 4 -C 6 -alkadienylene , \ 
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\a substituted C 4 -C 6 -alkadienylene which is substituted once 
or twice by C 1 -C 3 -alkyl / fluorine, cyano or phenyl, 

1 , 3 ,\ -hexatrienylene , 

a substituted 1 , 3 , 5 -hexatrienylene , which is substituted 
by C 1 -C 3 -alkyl, fluorine, cyano or phenyl, and 

ethinyl ene, 

D is selected Vrom the group consisting of 
C 3 -C 12 -alkylene t 

a substituted C 3 -C 12 \alkylene which is substituted once or 
twice by Ci-Cg-alkyl ,\hydr^)xy , Ci-Cg-alkoxy or phenyl, 

C 3 _ c i2 - al kenylene , 

a substituted C 3 -C 12 -alken^Jene which is substituted once 
or twice by C^-Cg- alkyl, h^roxy, C^-Cs-alkoxy or phenyl, 

C 5 -C 12 -alkadienylene / 

a substituted C 5 -C 12 -alkadienylenfe which is substituted 
once or twice by Ci-Cg-alkyl, hydroxy, C-L-Cg-alkoxy or 
phenyl , 

C 3 -C 12 -alkinylene , 



a substituted C 3 -C 12 -alkinylene which is\ substituted once 
or twice by C^-Cg-alky!, hydroxy, Cx-Cg-aikioxy or phenyl, 
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\C 5 -C 12 -alkeninylene , 



/ 



a \3ubstituted C 5 -C 12 -alkeninylene which is substituted once 
or Vwice by Ci-Cg-alkyI, hydroxy, C 1 -C 6 -alkoxy or phenyl, 
and 



C 3 ■ c i2 - asl kyl ene , C 3 - C 12 - alkeny 1 ene or C 3 - C 12 - al kinyl ene , 
whereinX with the exception of the (G) -terminal methylene 
group inVhe C 3 -C 12 -alkylene / C 3 -C 12 -alkenylene or C 3 -C 12 - 
alkinylene\, one to three methylene units in the C 3 -C 12 - 
alkylene, c\-C 12 -alkenylene or C 3 -C 12 -alkinylene are 
isosterically replaced by O, S, NR 7 , CO, SO or S0 2/ wherein 
R 7 has the sarqe as R 6 , but is selected independently 
thereof ; 

G is selected frWi the group consisting of G 4 , G 5 , and G 6 
wherein G must dp\i^§\in at least one aromatic ring, wherein 



G 4 is selected frc 



NR 1 1 C Y (CR 9 jV 0 ) m R 8 



;he group consisting of 



O 



and 



NR 



n 



C 
II 

z 



NR 8 R 9 



wherein structural element D-& cannot contain a total of 
more than 1 amide grouping, wherein m and the substituents 
R 8 , R 9 , R 10 , R 11 and the grouping NR 8 R 9 can have the above 
meaning, wherein the residues 
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f 



-A-C- 



and 



li 



NR" C Y (CR 9 R ,0 ) m R 1 



O 



R' 



(Oy k 

are not Ydentical, and 

Y is selected from the grouping consisting of methylene, 
ethylene, enhenylene, or represents a bond, and 

Z is O or S; 

G 5 is -NR^-SOa-I 

wherein R 11 has thefs^/bo^e meaning, and 

R 12 is selected fi^ff^t^e group consisting of C^-Cg-alky! and 
phenyl , 

anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic rd_ng systems with 8 to 18 ring 
atoms, and at least an aromatic ring, wherein the linkage 
can occur either over an aromatic ring, 



G 6 is 
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^herein X has the above meanings and 

Ar^Nand Ar 2 are selected independently of each other from 
the group consisting of phenyl, pyridyl and naphthyl ,- 
and whWein aromatic ring systems in the substitutents R 1 , 
R 2 , R\ V, R 5 , R 8 , R 9 , R 10 , R 11 , R 12 , Ar 1 and Ar 2 and in ring 
systems =teR 8 R 9 and -NR 8 R 9 may be substituted independently 
from each other by one to three of the same or different 
groups independently selected from the group consisting of 
halogen, cyanca, Ci-Cg-alkyl, trif luoromethyl , C 3 -C 8 - 
cycloalkyl, benzyl, phenyl, hydroxy, C^-Ce-hydroxyalkyl , 
Ci-Cg-alkoxy, Cx-fcg-alkoxy entirely or partially substituted 
by fluorine, benyYoxy, phenoxy, mercapto, Ci-Cs-alkylthio, 
phenyl thio, sulfo, \carboxy, C 2 -C 7 -carboxyalkyl , C 3 -C 7 - 
carboxyalkenyl , C 2 -cValkoxycarbonyl , benyloxycarbonyl , 
nitro, amino, Ci-Cg-amlnoalkyl , mono - C X ~C 6 - alky lamino, di- 
(Ci-Cg-alkyl) amino and,y\£or two adjacent residues on the 
aromatic ring, methylerVe&ifoxy and 

wherein alkyl residues in me Group G can be substituted 
by one or two of the same oAdifferent groups selected 
from the group consisting of hydroxy, carboxy, C 2 -C 7 - 
alkoxycarbonyl , benzyloxycarbo^yl , amino, mono-C^-Cg- 
alkylamino and di- (C^Cg-alky! ) amino; 

the cis- and trans-isomers , E- and\Z- isomers including the 
corresponding enantiomers, diastereorners and other 
isomers, the tautomers and their acids, addition salts 
including their hydrates and solvates A 
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(IV) 



are reacted with a carbonyl group transmitter to form an 
intermediate, wherein the carbonyl group transmitter is bis- 
trichloromethyl carbonate or carbonyMiimidazole , 
wherein \ 

R 1 is selected from the group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkyI, C 3 -C 6 -alKenyl , C 2 -C 6 -alkinyl , 
trif luoromethyl , C 3 -C 8 -cycloalkyl , Cx-GL-hydroxyalkyl , 
hydroxy, Ci-Cg-alkoxy , C 3 -C 8 -cycloalkylo l Ey , benzyloxy, C 1 -C 7 - 
alkanoyloxy, Ci-Cg-alkylthio, C 2 -C 7 -alkoxVcarbonyl , 
aminocarbonyl , C 2 -C 7 -alkylaminocarbonyl , y 3 -C 13 - 
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dialkylaminocarbonyl , carboxy, phenyl, phenoxy, 

phenyl thio, pyridyloxy, pyridylthio, and NR 4 R 5 , wherein 

R 4 and R 5 are selected independently of each other from the 
group Consisting of hydrogen, Ci-Cg-alkyl, C 3 -C 6 -alkenyl , 
C 3 -C 6 -alfcinyl , benzyl and phenyl; 

R 2 is selected from the group consisting of hydrogen, 
halogen, cyano, C^-Cg-alkyl, trif luoromethyl , hydroxy, C 1 - 
C 6 -alkoxy and\benzyloxy; 

R 3 is selected fVom the group consisting of hydrogen, C x - 
C 6 -alkyl, C 3 -C 6 -al\enyl, C 3 -C 6 -alkinyl , hydroxy, (VCe-alkoxy 
and benzyloxy; \ 

k is 0 or 1, \ 

A is selected from theft group consisting of Ci-Cg-alkylene , 

a substituted Ci-Cg-alk^lerfe which may be substituted one 
to three-fold by C^-Ca-alkyA hydroxy, C 1 -C 3 -alkoxy , 
fluorine, or phenyl, \ 

C 2 -C 6 -alkylene , in which a methylene unit is isosterically 
replaced by O, S, NR 6 , CO, SO or ^S0 2 , wherein, with the 
exception of CO, the isosteric substitution is not 
adjacent to the amide group and R 6 \s selected from the 
group consisting of hydrogen, Ci-Cg-aUkyl, C 3 -C 6 -alkenyl , 
Ci-Cg-acyl, and C^Cg-alkanesulf onyl , \ 

1 , 2 -cyclopropylene , \ 

C 2 -C 6 -alkenylene , \ 
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substituted C 2 -C 6 -alkenylene which is substituted once or 
t^ice by C 1 -C 3 -alkyl / hydroxy, C 1 -C 3 -alkoxy , fluorine, cyano 
or Vhenyl , 

C 4 - C 6 - avj.kadieny 1 ene , 

a substituted C 4 -C 6 -alkadienylene which is substituted once 
or twice bV C 1 -C 3 -alkyl, fluorine, cyano or phenyl, 

1,3, 5-hexatritenylene, 

a substituted 1 /S , 5 -hexatrienylene , which is substituted 
by C 1 -C 3 -alkyl, fluorine, cyano or phenyl, and 

ethinylene, 

D is selected from thd^/ouij) consisting of 
C 3 - C 12 - alkyl ene , 

a substituted C 3 -C 12 -alkylenA which is substituted once or 
twice by Ci-Cg-alkyl, hydroxy\ C^-Ce-alkoxy or phenyl, 

C 3 -C 12 -alkenylene , 

a substituted C 3 -C 12 -alkenylene wh\ch is substituted once 
or twice by alkyl, hydroxy, X^-C^-alkoxy or phenyl, 

C 5 -C 12 -alkadienylene , 

a substituted C 5 -C 12 -alkadienylene which\is substituted 
once or twice by C^-Ce-alkyl, hydroxy, C^Ce-alkoxy or 
phenyl , 
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6n-C 12 -alkinylene , 

a substituted C 3 -C 12 -alkinylene which is substituted once 
or twice by Ci-Cg-alkyl, hydroxy, Ci-Cg-alkoxy or phenyl, 

C 5 -C 12 -arkeninylene , 

a substituted C 5 -C 12 -alkeninylene which is substituted once 
or twice by V-C 6 -alkyl, hydroxy, Ci-Cg-alkoxy or phenyl, 
and \ 

C 3 -C 12 -alkylene , CV-C 12 -alkenylene or C 3 -C 12 -alkinylene , 
wherein, with the Exception of the (G) -terminal methylene 
group in the C 3 -C 12 -alkylene , C 3 -C 12 -alkenylene or C 3 -C 12 - 
alkinylene, one to thVee methylene units in the C 3 -C 12 - 
alkylene, C 3 -C 12 -alkenyrene or C 3 -C 12 -alkinylene are 
isosterically replaced by O, S, NR 7 , CO, SO or S0 2/ wherein 
R 7 has the same as R 6 , but\is selected independently 
thereof; Y /"\ 

G is nrII c NR 8 R 9 MK\ 

II T \ 

Z \ 

wherein structural element D-G caVnot contain a total of 
more than 1 amide grouping, whereir* m and the substituents 
R 8 , R 9 , R 10 , R 11 and the grouping NR 8 r\ can have the above 
meaning, \ 

Z is O or S; \ 

and wherein aromatic ring systems in the substitutents R 1 , 
R 2 , R 3 , R 4 , R 5 , R 8 , R 9 , R 10 and R 11 and in ringV systems =CR 8 R 9 
and -NR 8 R 9 may be substituted independently fVom each other 
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Dy one to three of the same or different groups 

idependently selected from the group consisting of 
ha^ ogen, cyano, C-L-Cg-alkyl, trif luoromethyl , C 3 ~C 8 - 
cyc\oalkyl, benzyl, phenyl, hydroxy, Ci-Cg-hydroxyalkyl , 
Ci-CgXalkoxy, C-L-Cg-alkoxy entirely or partially substituted 
by fluVrine, benyloxy, phenoxy, mercapto, C^-Cg-alkylthio, 
phenyltlrio, sulfo, carboxy, C 2 -C 7 -carboxyalkyl , C 3 -C 7 - 
carboxyalkenyl , C 2 -C 7 -alkoxycarbonyl , benyloxycarbonyl , 
nitro, amino, C-L-Cg-aminoalkyl , mono-Ci-Cg-alkylamino, di- 
(Ci-Cg-alkyl )^mino and, for two adjacent residues on the 
aromatic ring,\ methylenedioxy and 

wherein alkyl residues in the Group G can be substituted 
by one or two of the same or different groups selected 
from the group consisting of hydroxy, carboxy, C 2 -C 7 - 
alkoxycarbonyl , benzyl oxycarbonyl , amino, mono-C^-Cg- ^ 
alkylamino and di- (CA-CL-^alkyl ) amino ; 



the cis- and trans-i$omen 
corresponding enantidftiers 
isomers, the tautomefs^and 



E- and Z-isomers including the 
vdiastereomers and other 
leir acid addition salts 



including their hydrates and ^solvates . 



(I) 



54. A method for the production \f a compound of formula 




(Q) k 
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(I) 



t\e method comprising reacting a compound of formula (IV) 




O 



-A-C-N-D-XH 

I, 

R 



(0) k 



(IV) 



with an isocyanate or isothiocyanate having formula 
Z=C=N-R 8 at a temperature^ of -20 "C to 150 "C, 
wherein 

R 1 is selected from the Vroup consisting of hydrogen, 
halogen, cyano, Ci-Ce-alky^, p 3 -C 6 -alkenyl , C 2 -C 6 -alkinyl , 
trif luoromethyl , C 3 -C 8 -cyJ/lO£y0.kyl , Ci-Cg-hydroxyalkyl , 
hydroxy, Ci-Cg-alkoxy , C 3 4c^/cVcloalkylozy , benzyloxy, C^C, 
alkanoyloxy, Cj-Cg-alkylthio, a«-C 7 -alkoxycarbonyl , 
aminocarbonyl , C 2 -C 7 -alkylaminocVrbonyl , C 3 -C 13 - 
dialkylaminocarbonyl , carboxy, pnenyl , phenoxy, 
phenyl thio, pyridyloxy, pyridylthis>, and NR 4 R 5 , wherein 

R 4 and R 5 are selected independently dt each other from the 
group consisting of hydrogen, Cx-Cg-alk^l, C 3 -C 6 -alkenyl , 
C 3 -C 6 -alkinyl , benzyl and phenyl; 



R 2 is selected from the group consisting ofV hydrogen, 
halogen, cyano, C 1 -C 6 -alkyl, trif luoromethyl \ hydroxy, C x - 
C 6 -alkoxy and benzyloxy; 
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R 3 is selected from the group consisting of hydrogen, C L - 
CgValkyl, C 3 -C 6 -alkenyl , C 3 -C 6 -alkinyl , hydroxy, Ci-Cg-alkoxy 
anas, benzyloxy ; 

k is 0\or 1, 

A is selected from the group consisting of Q-Cg-alkylene , 

a substituted C^Cg-alkylene which may be substituted one 
to three -folo\by C 1 -C 3 -alkyl, hydroxy, C 1 -C 3 -alkoxy , 
fluorine, or phenyl, 

C 2 -C 6 -alkylene, irty which a methylene unit is isosterically 
replaced by O, S, r*R 6 , CO, SO or S0 2/ wherein, with the 
exception of CO, tha isosteric substitution is not 
adjacent to the amideV group and R 6 is selected from the 
group consisting of hydrogen, Ci-Cg-alkyl, C 3 -C 6 -alkenyl , 
Ci-Cg-acyl, and Ci-Cg-alkamesulf onyl , 

1,2- eye 1 opropy 1 ene , \ Y ] 

C 2 -C 6 -alkenylene, — lr \ 

a substituted C 2 -C 6 -alkenylene which is substituted once or 
twice by C 1 -C 3 -alkyl, hydroxy, C 1 \c 3 -alkoxy , fluorine, cyano 
or phenyl , \ 

C 4 -C 6 -alkadienylene, \ 

a substituted C 4 -C 6 -alkadienylene which Vs substituted once 
or twice by C 1 -C 3 -alkyl, fluorine, cyano Vr phenyl, 

1,3, 5-hexatrienylene, \ 
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\a. substituted 1 , 3 , 5-hexatrienylene , which is substituted 
?Y Cj-Ca-alkyl, fluorine, cyano or phenyl, and 



D is selected from the group consisting of 



a substituted C 3 -C 12 -alkylene which is substituted once or 
twice by Ci-Ci-alkyl, hydroxy, C^-Cs-alkoxy or phenyl, 

C 3 -C 12 -alkenylen€ 

a substituted C-j-CiV^lkenylene which is substituted once 
or twice by C 1 -C 6 - aJSkyl, hydroxy, Ci-Cg-alkoxy or phenyl, 



C 5 -C 12 -alkadienylene , 



a substituted C 5 -C 12 -a 



mylene which is substituted 
once or twice by C x -C 6 - alky l\ hydroxy , C^-Ce-alkoxy or 
phenyl , 



C 3 -C 12 -alkinylene , 

a substituted C 3 -C 12 -alkinylene which, is substituted once 
or twice by Ci-Cg-alkyl, hydroxy, CVC^-alkoxy or phenyl, 

C 5 -C 12 -alkeninylene , 



a substituted C 5 -C 12 -alkeninylene which is substituted once 
or twice by CVCg-alkyl, hydroxy, C r C 6 -alkox^ or phenyl, 
and 
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C 3 -C 12 -alkylene , C 3 -C 12 -alkenylene or C 3 -C 12 -alkinylene , 
Wierein, with the exception of the (G) -terminal methylene 
group in the C 3 -C 12 -alkyl ene , C 3 -C 12 -alkenylene or C 3 -C 12 - 
alkinylene, one to three methylene units in the C 3 -C 12 - 
alkwene, C 3 -C 12 -alkenylene or C 3 -C 12 -alkinylene are 
isostierically replaced by O, S, NR 7 , CO, SO or S0 2 , wherein 
R 7 has Vhe same as R 6 , but is selected independently 
thereof ,\ 

G is NR n\ c NR 8 R 9 

\ Z 

wherein structural element D-G cannot contain a total of 
more than 1 amide grouping, wherein m and the substituents 
R 8 , R 9 , R 10 , R 11 ancl the grouping NR 8 R 9 can have the above 
meaning, \ 

Z is O or S; \ 

Ar 1 and Ar 2 are selecfcyecM independently of each other from 
the group consisting Vof /phenyl , pyridyl and naphthyl ; 
and wherein aromatic pi:ng\ systems in the substitutents R 1 , 
R 2 , R 3 , R 4 , R 5 , R 8 , R 9 , R 10 arid R 11 and in ring systems =CR 8 R 9 
and -NR 8 R 9 may be substituted independently from each other 
by one to three of the same or different groups 
independently selected from the group consisting of 
halogen, cyano, Ci-Cg-alkyl, trxf luoromethyl , C 3 -C 8 - 
cycloalkyl , benzyl , phenyl , hydroxy, Ci-Cg-hydroxyalkyl , 
Ci-Cg-alkoxy , C^-Cg-alkoxy entirely\or partially substituted 
by fluorine, benyloxy, phenoxy, mercapto, C^-Cg-alkylthio, 
phenylthio, sulfo, carboxy, C 2 -C 7 -carboxyalkyl , C 3 -C 7 - 
carboxyalkenyl , C 2 -C 7 -alkoxycarbonyl , \benyloxycarbonyl , 
nitro, amino, Cx-Cg-aminoalkyl , mono-OA- C 6 - alky 1 amino , di- 
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/ 



(Ci-C^alkyl) amino and, for two adjacent residues on the 
aromaticNring, methylenedioxy and 

wherein alkyl Residues in the Group G can be substituted 
by one or two of ci^e same or different groups selected 
from the group consisting of hydroxy, carboxy, C 2 -C 7 - 
alkoxycarbonyl , benzyl oxj^ajirbonyl , amino, mono-Ci-Cg- 
alkylamino and di- (Ci-Cg-laJ/FcSMJ ammo; 



the cis- and trans- isomers , E- anci^Z- isomers including the 
corresponding enantiomers, diastereomescs and other 
isomers, the tautomers and their acid adctl£ion salts 
including their hydrates and solvates. 
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